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WHATISCI -ATMEDIS: 

1 . A compound of the Formula A: 



X z 



wherein: 

a is 0 or 1; 
10 b is 0 or 1; 
m is 0, 1 or 2; 
nis 0, 1,2 or 3; 
p is 0, 1 or 2; 
qis 0, 1,2, 3 or 4; 
15 risOorl; 
sisOor 1; 
tis 2, 3,4, 5 or 6; 




20 



u, V, w and X are independently selected from: CH and N; 

y and z are independently selected from: CH and N. provided that at least one of y 
and z is N; 

Q is selected from: -NR5r6, aryl and heterocyclyl, said aryl and heterocycle which is 
25 optionally substituted with one to three RZ; 
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Rl is independently selected from: 

1) (C=O)aObCl-Cl0 alkyl, 

2) (C=0)aObaryl, 

3) C2-C10 alkenyl, 
5 4) C2-C10 alkynyl, 

5) (C=0)aOb heterocyclyl, 

6) (C=0)aObC3-C8cycloalkyl. 

7) CO2H, 

8) halo, 
10 9) CN, 

10) OH, 

1 1) ObC 1-C6 perfluoroalkyl, 

12) Oa(C=0)bNR5R6, 

13) NRC(C=0)NR5r6, 
15 14) S(0)mRa. 

15) S(0)2NfR5R6, 

16) NRcS(0)mRa. 

17) 0x0, 

18) CHO, 
20 19) NO2, 

20) NRc(C=0)ObRa, 

21) O(C=O)ObCl-Ci0 alkyl, 

22) O(C=O)0bC3-C8 cycloalkyl, 

23) 0(C=0)Obaryl. and 

25 24) 0(C=0)Ob-heterocycle, 

said alkyl. aryl, alkenyl, alkynyl, heterocyclyl. and cycloalkyl optionally substituted 
with one or more substituents selected from RZ; 



r2 is independently selected from: 

1) (C=O)aObCi-Ci0 alkyl, 

2) (C=0)aObaryl, 

3) C2-C10 alkenyl, 

4) C2-C 10 alkynyl, 

5) (C=0)aOb heterocyclyl. 
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10 



15 



25 



6) 


(C=0)aObC3-C8 cycloalkyl, 


7) 


CO2H, 


8) 


halo. 


9) 


CN, 


10) 


OH, 


11) 


ObCl-C6 perfluoroalkyl. 


12) 


Oa(C=0)bNR^R°. 


13) 


NRc(C=0)NR5r6, 


14) 


S(0)inRa, 


15) 


S(0)2NR5r6, 


16) 


NRcS(0)mR». 


17) 


CHO, 


18) 


NO2, 


19) 


NRc(C=0)ObR^. 


20) 


O(C=O)ObCl-Ci0 alkyl, 


21) 


0(C=0)ObC3-C8 cycloalkyl, 


22) 


0(C=0)Obaryl, and 


23) 


0(C=0)Ob-heterocycle, 



sam aiK-yi, cuyi, air,.v^wj., — j-j-^ - - 

20 with one, two or three substituents selected from RZ; 

r3 and R4 are independently selected from: H. Ci-C6-alkyl and C1-C6- 
perfluoroalkyl, or 

r3 and R4 are combined to form -(CH2)t- wherein one of the carbon atoms is 
optionally replaced by a moiety selected from O, S(0)m. -N(Rb)C(0)-, and 

-N(CORa)-; 



r5 and r6 are independently selected from: 

30 1) H, 

2) (C=0)ObRa. 

3) Ci-Cio alkyl, 

4) aryl, 

5) C2-C10 alkenyl, 
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6) C2-C10 alkynyl, 

7) heterocyclyl, 

8) C3-C8 cycloalkyl, 

9) S02R^, and 

10) (C=0)NRb2, 

said alkyl, cycloalkyl. aryl. heterocylyl. alkenyl, and alkynyl is optionally substatuted 
with one or more substituents selected from Rz, or 

r5 and r6 can be taken together with the nitrogen to which they are attached to form 
a monocyclic or bicyclic heterocycle with 5-7 members in each ring and opUonaUy 
containing, in addition to the nitrogen, one or two additional heteroatoms selected 
from N, O and S, said monocyclic or bicyclic heterocycle optionally substituted with 
one or more substituents selected from RZ; 



15 r7 is independently selected from: 



1) 


(C=0)aObCl-C 10 alkyl. 


2) 


(C=0)aObaryl, 


3) 


C2-C10 alkenyl. 


4) 


C2-C10 alkynyl, 


5) 


(C=0)aOb heterocyclyl. 


6) 


(C=0)aObC3-C8 cycloalkyl, 


7) 


CO2H, 


8) 


halo. 


9) 


CN, 


10) 


OH, 


11) 


ObCl-C6 perfluoroalkyl. 


12) 


OaCC=0)bNR5R6, 


13) 


NR5(C=0)NR5r6, 


14) 


S(0)mRa. 


15) 


S(0)2NR5r6, 


16) 


NR5s(0)mR^. 


17) 


0x0, 


18) 


CHO, 


19) 


NO2. 
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20) O(C=O)ObCi-Ci0alkyl,and 

21) 0(C=O)ObC3-C8 cycloalkyl, 

said alkyl. aryl, alkenyl, alkynyl. heterocyclyl. and cycloalkyl optionally substituted 
with one or more substituents selected from RZ; 

5 

RZ is selected from: 

1) (C=O)rOs(Ci-Ci0)alkyl. 

2) Or(Ci-C3)perfluoroalkyl, 

3) (Co-C6)alkylene-S(0)inR^. 

10 4) oxo, 

5) OH, 

6) halo, 

7) CN, 

8) (C=O)rOs(C2-Cl0)alkenyl, 
15 9) (C=O)rOs(C2-Cl0)alkynyl, 

10) (C=0)rOs(C3-C6)cycloalkyl, 

11) (C=O)rOs(C0-C6)alkylene-aryl. 

12) (C=O)rOs(C0-C6)alkylene-heterocyclyl. 

13) (C=O)rOs(C0-C6)alkylene-N(Rb)2, 

20 14) C(0)Ra, 

15) (Co-C6)alkylene-C02R*, 

16) C(0)H, 

17) (Co-C6)alkylene-C02H, 
21) C(0)N(Rb)2, 

25 22) S(0)mR^. 

23) S(0)2N(Rb)2 

21) NRc(C=0)ObRa, 

22) O(C=O)ObCl-Ci0 alkyl, 

23) 0(C=0)ObC3-C8 cycloalkyl, 
30 24) 0(C=0)Obaryl, and 

25) 0(C=0)Ob-heterocycle, 
said alkyl, alkenyl, alkynyl, cycloalkyl, aryl, and heterocyclyl is OP"""^''^^"^^"'^^'' 
Im up to th,« substituents selected from Rb, OH, (Cl-C6)alkoxy, halogen, CO2H, 

CN, 0(C=0)Cl-C6 alkyl, 0x0, andN(Rb)2; 
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Ra ,s substituted or unsubstituted (Ci-C6)alkyl. substituted or unsubstituted (C2- 
C6)alkenyl. substituted or unsubstituted (C2-C6)alkynyl, substituted or unsubstuuted 
(C3-C6)cycloalkyl, substituted or unsubstituted aryl. (Ci-C6)perfluoroalkyl, 2,2,2- 
trifluoroethyl. or substituted or unsubstituted heterocyclyl; and 

^ Rb is H (Ci-C6)alkyl. substituted or unsubstituted aryl, substituted or unsubstituted 
benzyl, substituted or unsubstituted heterocyclyl, (C3-C6)cycloalkyl. (C=0)0Ci-C6 
alkyl, (C=0)Ci-C6 alkyl or S(0)2Ra; 

10 R*^ is selected from: 

1) H, 

2) Ci-C 10 alkyl, 

3) aryl, 

4) C2-C10 alkenyl, 
15 5) C2-C10 alkynyl, 

6) heterocyclyl, 

7) C3-C8 cycloalkyl, 

8) Ci-C6perfluoroalkyl, 

said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted 
20 with one or more substituents selected from RZ, or 



or a 



pharmaceutically acceptable salt or a stereoisomer thereof. 

2. The compound according to Claim 1 of the Formula A-1: 



25 




wherein: 
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a is 0 or 1; 
b is 0 or 1; 
m is 0, 1 or 2; 
nisO, 1,2 or 3; 
p is 0, 1 or 2; 
risOor 1; 
s is 0 or 1; 



10 u, V, w and X are independently selected torn; CH and N, provided that only one of u, 
V, w and x may be N; 

Q is selected from: -NR5r6 and heterocycle. said heterocycle which is optionally 
substituted with one to three RZ; 



15 





1) 


(C=0)aObCi-Cio alkyl, 




2) 


(C=0)aObaryl, 




3) 


C2-C10 alkenyl. 


20 


4) 


C2-C10 alkynyl, 




5) 


(C=0)aOb heterocyclyl, 




6) 


(C=0)aObC3-C8 cycloalkyl, 




7) 


CO2H. 




8) 


halo, 


25 


9) 


CN, 




10) 


OH, 




11) 


ObCi-C6 pernuoroalkyl, 




12) 


Oa(C=0)bNR5R6, 




13) 


NRc(C=0)NR5r6, 


30 


14) 


S(0)mRa. 




15) 


S(0)2NR5r6, 




16) 


NRcS(0)mR^' 




17) 


0x0, 




18) 


CHO, 


35 


19) 


NO2, 
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20) NRC(C=0)ObRa, 

21) O(C=O)ObCi-Ci0 alkyl. 

22) 0(C=0)ObC3-C8 cycloalkyl, 

23) 0(C=0)Obaryl. and 

24) 0(C=0)Ob-heterocycle, 

said alkyl, aryl, alkenyl, alkynyl. heterocyclyl, and cycloalkyl optionally sabsti.««d 
with one or more substituents selected from Rz; 





r2 is independently selected from: 


10 


1) 


(C=O)aObCl-Ci0 alkyl. 




2) 


(C=0)aObaryl. 




3) 


C2-C10 alkenyl, 




4) 


C2-C10 alkynyl. 




5) 


(C=0)aOb heterocyclyl. 




6) 


(C=0)aObC3-C8 cycloalkyl. 




7) 


CO2H, 




8) 


halo, 




9) 


CN, 




10) 


OH, 


20 


11) 


ObCi-C6 perfluoroalkyl. 


12) 


0a(C=O)bNR5R6, 




13) 


lSrR5(C=0)NR5R6, 




14) 


S(0)mR^. 




15) 


S(0)2NR5r6, 


25 


16) 


NR5S(0)mR^. 




17) 


CHO, 




18) 


NO2, 




19) 


NRC(C=0)ObRa, 




20) 


O(C=O)ObCi-Ci0 alkyl. 


30 


21) 


0(C=0)ObC3-C8 cycloalkyl. 




22) 


0(C=0)Obaryl, and 




23) 


0(C=0)Ob-heterocycle, 



saiu ain.jri, »»'^», ^ ^ , - 

With one, two or three substituents selected from RZ; 
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r5 and r6 are independently selected from: 

1) H. 

2) (C=0)ObRa, 

3) Ci-CiO alkyl, 

4) aryl, 

5) C2-Cl0alkenyl, 

6) C2-C10 alkynyl, 

7) heterocyclyl, 

8) C3-C8 cycloalkyl, 

9) S02R^. and 

10) (C=0)NRb2, 

said alkyl, cycloalkyl, aryl.-heterocylyl, alkenyl, and alkynyl is optionally subsntuted 
with one or more substituents selected from Rz, or 

r5 and r6 can be taken together with the nitrogen to which they are attached to form 
a monocyclic or bicyclic heterocycle with 5-7 members in each ring and optmnal^. 
containing, in addition to the nitrogen, one or two additional heteroatoms selected 
from N, O and S, said monocyclic or bicyclic heterocycle optionally subsututed with 
20 one or more substituents selected from RZ; 



15 



Rz is selected from: 

1) (C=O)rOs(Ci-Ci0)alkyl, 

2) Or(Ci-C3)perfluoroalkyl, 

3) (C0-C6)alkylene-S(O)niRa, 

4) 0x0, 

5) OH, 

6) halo, 

7) CN, 

8) (C=O)rOs(C2-Ci0)alkenyl, 

9) (C=O)iOs(C2-Ci0)alkynyl, 

10) (C=0)rOs(C3-C6)cycloalkyU 

11) (C=O)rOs(C0-C6)alkylene-aryl, 

12) (C=O)rOs(C0-C6)alkylene-heterocyclyl, 

13) (C=O)rOs(C0-C6)alkylene-N(Rb)2, 
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20 



25 



30 



14) 


C(0)R^, 


15) 


(Co-C6)alkylene-C02R^, 




C(0)H, 


17) 


(C0-C6)alkylene-CO2H, 


18) 


C(0)N(Rb)2. 


19) 


S(0)mR^. 


20) 


S(O)2NR9r10 


21) 


NRc(C=0)ObRa. 


22) 


O(C=O)ObCi-Ci0 alkyl. 


23) 


0(C=0)ObC3-C8 cycloalkyl. 


24) 


0(C=0)Obaryl, and 


25) 


0(C=0)Ob-heterocycle, 



said alkvl alkenyl, alkynyl, cycloalkyl, aryl, ana nHe™*,,-..,. - 

up to Leelubstituenu selected ftom Rb, OH, (Ci-C6)alkoxy, halogen, CO2H, 

15 CN, 0(C=0)Ci-C6 alkyl, 0x0, and N(Rh)2; 

Ra is substituted or unsubstituted (Cl-C6)alkyl, substituted or unsubstituted {C2- 
C6)alkenyl, substituted or unsubstituted (C2-C6)alkynyl. substituted or uns—ed 
(C3-C6)cydoalkyl. substituted or unsubstitiited aryl, (Ci-C6)perfluoroalkyl. 2.2,2- 
trifluoroethyl, or substituted or unsubstituted heterocyclyl; and 

Rb is H, (C,-C6)a.kyl. substituted or unsubstituted aryl. substituted "t unsuWtuted 
benzyl, substituted or unsubstimted heterocyclyl. (C3-C6)cycloalkyl. (C=OPCl-C6 
alkyl, (C=0)Cl-C6 alkyl or S(0)2R''-, 



RC is selected from; 



1) 


H, 


2) 


Ci-Cio alkyl, 


3) 


aryl, 


4) 


C2-C10 alkenyl. 


5) 


C2-C 10 alkynyl. 


6) 


heterocyclyl. 


7) 


C3-C8 cycloalkyl. 


8) 


C1-C6 perfluoroalkyl. 
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said alkyl. cycloalkyl. aryl, heterocylyl. alkenyl, and alkynyl is optionally substituted 
with one or more substituents selected from Rz. or 



or a 



pharmaceutically acceptable salt or a stereoisomer thereof. 

3. The compound according to Claim 1 of the Formula B: 



(R')n-I- 1 

X N 



B 




10 wherein: 

a is 0 or 1; 
bisOor 1; 
m is 0, 1 or 2; 
15 nisO, 1, 2or3; 

p is 0, 1 or 2; 

r isOor 1; 

sisOor 1; 

20 u. V, w and X a« independently selected from: CH and N, provided that only one of u. 
V, w and x may be N; 

Q is selected from: -NR5r6 and heterocycle, said heterocycle which is optionally 
substituted with one to three RZ; 

25 

r1 is independently selected from: 

1) (C=0)aObCl-Cio alkyl. 
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2) (C=0)aObaryl. 

3) C2-C10 alkenyl, 

4) C2-C1O alkynyl, 

5) {C=0)aOb heterocyclyl, 

5 6) (C=0)aObC3-C8cycloalkyl, 

7) CO2H, 

8) halo, 

9) CN, 

10) OH, 

10 11) ObCl-C6 perfluoroalkyl, 

12) Oa(C=0)bNR5R6, 

13) NRc(C=0)NR5r6, 

14) S(0)mRa. 

15) S(0)2NR5r6, 

15 16) NRCS(0)mR^ 

17) 0x0, 

18) CHO, 

19) NO2, 

20) NRc(C=0)ObRa, 

20 21) O(C=O)ObCi-Cl0 alkyl, 

22) 0(C=0)ObC3-C8 cycloalkyl, 

23) 0(C=0)Obaryl, and 

24) 0(C=0)Ob-heterocycle, 

said alkyl, aryl, alkenyl, alkynyl, heterocyclyl, and cycloalkyl optionally substituted 
25 with one or more substituents selected from RZ; 



r2 is independently selected from: 

1) (C=O)aObCl-Ci0 alkyl, 

2) (C=0)aObaryl, 

3) C2-C1O alkenyl, 

4) C2-C 10 alkynyl, 

5) (C=0)aOb heterocyclyl, 

6) (C=0)aObC3-C8 cycloalkyl, 

7) CO2H, 



- 177- 



wo 03/086394 



PCTAJS03/10442 



10 



8) 


halo, 


9) 


CN, 


10) 


OH. 


11) 


ObCl-C6 perfluoroalkyl, 


12) 


0a(C=O)bNR5R6. 


13) 


^fR5(C=0)NR5R6, 


14) 


S(0)mR». 


15) 


S(0)2NR5r6. 


16) 


NR5S(0)mRa. 


17) 


CHO, 


18) 


N02, 


19) 


]SfRc(C=0)ObRa, 


20) 


O(C=O)ObCi-Ci0 alkyl. 


21) 


0(C=0)ObC3-C8 cycloalkyl. 


22) 


0(C=0)Obaryl. and 


23) 


0(C=0)Ob-heterocycle, 



15 



saiQ aiKyi, aiyi, aiivwiijf, "'"j"^-' - - - 

with one, two or three substituents selected from RZ; 

20 R5 and r6 are independently selected from: 

1) H, 

2) (C=0)ObRa, 

3) Cl-C 10 alkyl, 

4) aryl, 

25 5) C2-C10 alkenyl, 

6) C2-C10 alkynyl, 

7) heterocyclyl, 

8) C3-C8 cycloalkyl, 

9) S02R^, and 

30 10) (C=0)NRb2, . 

said alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted 
with one or more substituents selected from RZ. or 



35 



R5 and r6 can be taken together with the nitrogen to which they are attached to form 
a monocyclic or bicyclic heterocycle with 5-7 members in each ring and optionally 
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containing, in addition to the nitrogen, one or two additional heteroatoms selec^d 
from N, O and S, said monocyclic or bicyclic heterocycle optionally subst.tuted w,th 
one or more substituents selected from RZ; 



5 Rz is selected from: 

1) (C=O)rOs(Ci-Ci0)alkyl, 

2) Or(Cl-C3)perfluoroalkyl, 

3) (C0-C6)alkylene-S(O)mR^. 

4) oxo, 
10 5) OH, 

6) halo, 

7) CN, 

8) (C=O)rOs(C2-Ci0)alkenyl, 

9) (C=O)rOs(C2-Ci0)alkynyl, 
15 10) (C=0)rOs(C3-C6)cycloalkyl, 

11) (C=O)rOs(C0-C6)alkylene-aryl, 

12) (C=O)rOs(C0-C6)alkylene-heterocyclyl, 

13) (C=O)rOs(C0-C6)alkylene-N(Rb)2. 

14) C(0)Ra, 

20 15) (C0-C6)alkylene-CO2Ra, 

16) C(0)H, 

17) (Co-C6)alkylene-C02H, 

18) C(0)N(Rb)2, 

19) S(0)mR^. 

25 20) S(O)2NR9r10 

21) NRC(C=0)ObRa, 

22) O(C=O)ObCl-Cl0 alkyl, 

23) 0(C=0)ObC3-C8 cycloalkyl, 

24) 0(C=0)Obaryl, and 

30 25) 0(C=0)Ob-heterocycle, 



said alkyl, alkcnyl, alkynyl. cycloalkyl, aryl, and h«erocyclyl is optionally substituted 

up to three substituents selected from Rb. OH, (Ci-C6)alkoxy. halogen. CO2H. 
CN, 0(C=0)Cl-C6 alkyl, 0x0, and NCRMi; 
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Ra is substituted or unsubstituted (Cl-C6)alkyl. substituted or unsubst.tuted (C2- 
C6)a1kenyl. substituted or unsubstituted (C2-C6)alkynyl, substituted or unsubstituted 
(C3-C6)cycloalkyl, substituted or unsubstituted aryl. (Ci-C6)perfluoroalkyl, 2,2,2- 
trifluoroethyl, or substituted or unsubstituted heterocyclyl; and 
' Rb,s H,(Ci-C6)alkyl,substitutedorunsubstitutedaryl,substitutedorur^^^^^^ 
benzyl, substituted or unsubstituted hete«,cyclyl. (C3-C6)cycloalkyl. (C=0)0Ci-C6 
alkyl, (C=0)Ci-C6 alkyl or S(0)2Ra; 

10 RC is selected from: 

1) H, 

2) Ci-Cio alkyl, 

3) aryl, 

4) C2-C10 alkenyl, 
15 5) C2-C10 alkynyl, 

6) heterocyclyl, 

7) C3-C8 cycloalkyl, 

8) Ci-C6perfluoroalkyl, 

sa,d alkyl, cycloalkyl, axyl, heterocylyl. alkenyl, and alkynyl is optionally substituted 
20 with one or more substituents selected from RZ, or 

or a pharmaceutically acceptable salt or a stereoisomer thereof. 



4. 



The compound according to Claim 3 of the Formula B: 



(R')n-I- L 




25 



B 



wherein: 
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a is 0 or 1; 
bisOor 1; 
m is 0, 1 or 2; 
nis 0, 1,2 or 3; 
p is 0, 1 or 2; 
r is 0 or 1; 
s is 0 or 1; 



,0 u. V, w and X are independently selected from: CH and N, provided that only one of u. 
V, w and x may be N; 

Q is selected from: -NR5r6, phenyl, benzimidazolyl. benzimidazolonyl quinolinyl 
and isoquinolinyl. said benzimidazolyl. benzimidazolonyl, quinolinyl and 
15 isoquinolinyl which are optionally substituted with one or two RZ; 



20 



25 



30 



35 



idependently selected from: 


1) 


(C=O)aObCl-Cl0alkyl, 


2) 


(C=0)aObaryl, 


3) 


C2-C10 alkenyl, 


4) 


C2-C10 alkynyl. 


5) 


(C=0)aOb heterocyclyl. 


6) 


(C=0)aObC3-C8 cycloalkyl, 


7) 


CO2H, 


8) 


halo. 


9) 


CN, 


10) 


OH, 


11) 


ObCl-C6 perfluoroalkyl, 


12) 


Oa(C=0)bNR5R6. 


13) 


NRC(C=0)NR5r6, 


14) 


S(0)mRa. 


15) 


S(0)2NR5R^. 


16) 


NRcS(0)mRa. 


17) 


0x0, 


18) 


CHO, 
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19) N02, 

20) NRC(C=0)ObRa, 

21) O(C=O)ObCl-Cl0 alkyl, 

22) 0(C=0)ObC3-C8 cycloalkyl, 

23) 0(C=0)Obaryl, and 

24) 0(C=0)Ob-heterocycle, 

said alkyl. aryl. alkenyl. alkynyl, he^rocyclyl, and cycloalkyl optionally substituted 
with one or more substituents selected ftom 



10 


r2 is independently selected from: 




1) 


(C=0)aObCl-Cio alkyl. 




2) 


(C=0)aObaryl, 




3) 


C2-C10 alkenyl. 




4) 


C2-C10 alkynyl. 


15 


5) 


(C=0)aOb heterocyclyl, 




6) 


(C=0)aObC3-C8 cycloalkyl. 




7) 


CO2H. 




8) 


halo, 




9) 


CN, 


20 


10) 


OH, 


11) 


ObCi-C6 perfluoroalkyl. 




12) 


Oa(C=0)bNR5R6, 




13) 


NRC(C=0)NR5r6, 




14) 


S(0)mRa. 


25 


15) 


S(0)2NR5R^. 




16) 


NRCS(0)mR^. 




17) 


CHO, 




18) 


NO2, 




19) 


NRC(C=0)ObRa, 


30 


20) 


0(C=0)ObCi-C 10 alkyl. 




21) 


0(C=0)ObC3-C8 cycloalk; 




22) 


0(C=0)Obaryl, and 




23) 


0(C=0)Ob-heterocycle, 
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15 



20 



said alkyl, aryl. alkenyl, alkynyl. heterocyclyl, and cycloalkyl optionally substituted 
with one. two or three substituents selected from R^; 

r5 and r6 are independently selected from: 

1) H. 

2) (C=0)ObRa, 

3) Ci-Cio alkyl, 

4) aryl, 

5) C2-C10 alkenyl, 

6) C2-C10 alkynyl, 

7) heterocyclyl, 

8) C3-C8 cycloalkyl, 

9) S02R^, and 

10) (C=0)NRb2, . 
said alkyl, cycloalkyl. aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted 
with one or more substituents selected from Rz, or 

R5 and R6 can be taken .og=*^ «l* *e nittogen .0 which are a-ch^ .0 Jonn 
a monocyclic or bicyclio he»rocycle with 5-7 member in each nng and opt onal^ 
ontaining, in addition to me nitrogen, one or two additional heteroatoms selec^d 
TI n! O and S, said monocyclic or bicyclic heterocyc.e optionally subst,t„t«l w.th 
one or more substituents selected from RZ; 



Rz is selected from: 

25 1) (C=O)rOs(Ci-Ci0)alkyl, 

2) Or(Cl-C3)perfluoroalkyl, 

3) (C0-C6)alkylene-S(O)mR^. 

4) 0x0, 

5) OH, 
30 6) halo, 

7) CN, 

8) (C=O)rOs(C2-Cl0)alkenyl, 

9) (C=O)iOs(C2-Ci0)alkynyl, 

10) (C=0)iOs(C3-C6)cycloalkyl, 
35 11) (C=O)rOs(C0-C6)alkylene-aryl, 
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12) (C=O)rOs(C0-C6)alkylene-heterocyclyl. 

13) (C=O)rOs(C0-C6)alkylene-N(Rb)2. 

14) C(0)Ra, 

15) (C0-C6)alkylene-CO2Ra, 

5 16) C(0)H, 

17) (C0-C6)alkylene-CO2H, 

18) C(0)N(Rb)2, 

19) S(0)mR^> and 

20) S(O)2NR9r10 
10 21) NRC(C=0)ObRa, 

22) 0(C=0)ObC i-C 10 alkyl, 

23) 0(C=0)ObC3-C8 cycloalkyl, 

24) 0(C=0)Obaryl, and 

25) 0(C=0)Ob-heterocycle, 
said alkyl. alkenyl, alkynyl, cycloalkyl, ar,l. and heterocyclyl is optionally subsumed 
w!,h up ,0 .h,«substituen.s selected from Rb. OH, (Ci.C6)alkoxy. halogen, CO2H, 
CN, 0(C=0)Cl-C6 alkyl, oxo, and N(Rb)2; 

Ra is (Ci-C6)alkyl. (C3-C6)cycloalkyl, aryl, or heterocyclyl; and 

Rb is H. (Ci-C6)alkyl. aryl, heterocyclyl. (C3-C6)cycloalkyl. (C=0)0Ci-C6 alkyl. 
(C=0)Ci-C6 alkyl or S(0)2Ra; 



15 



Rc is selected from: 

25 1) H, 

2) Ci-ClO alkyl, 

3) aryl, 

4) C2-C10 alkenyl, 

5) C2-C10 alkynyl, 
30 6) heterocyclyl, 

7) C3-C8 cycloalkyl, 

8) C1-C6 perfluoroalkyl, 

said alkyl, cycloalkyl, aryl, heterocylyl. alkenyl, and alkynyl is optionally substituted 
with one or more substituents selected from Rz, or 



- 184- 



wo 03/086394 



PCTAJS03/10442 



or a pharmaceutically acceptable salt or a stereoisomer thereof. 

5. The compound according to Claim 4 of the Formula C: 



(R')n— I— 




wherein 

10 aisOorl; 

b is 0 or 1; 

m is 0, 1 or 2; 

nis 0, 1,2 or 3; 

p is 0, 1 or 2; 
15 risOorl; 

sisOor 1; 



u. V, w and X are independenUy .elected from: CH and N, provided that only one of u, 
V, w and x may be N; 



20 



Q is selected from: -NR5r6, 



O 

V-NH 

(0-3) 





Rl is independently selected from: 

1) (C=O)aObCl-Ci0 alkyl, 
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2) (C=O)a0baryl. 

3) C2-Cl0alkenyl, 

4) C2-Cl0alkynyl, 

5) (C=0)aOb heterocyclyl, 

5 6) (C=0)aObC3-C8cycloalkyl, 

7) CO2H, 

8) halo, 

9) CN, 

10) OH, 

JO 11) ObCi-C6 perfluoroalkyl, 

12) Oa(C=0)bNR5R6, 

13) NRc(C=0)NR5r6, 

14) S(0)mRa. 

15) S(0)2NR5r6, 

15 16) NRcS(0)mR^ 

17) 0x0, 

18) CHO, 

19) NO2. 

20) NRC(C=0)ObRa, 

20 21) 0(C=0)ObCl-Cioalkyl, 

22) 0(C=0)ObC3-C8 cycloalkyl, 

23) 0(C=0)Obaryl, and 

24) 0(C=0)Ob-heterocycle, 

said alkyl, aryl, alkenyl. alkynyl. heterocyclyl, and cycloalkyl optionally substituted 
25 with one or more substituents selected from RZ; 

r2 is independently selected from: 

1) C1-C6 alkyl. 

2) aryl, 

30 3) heterocyclyl, 

4) CO2H, 

5) halo, 

6) CN, 

7) OH, 
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8) S(0)2NR5r6, 
said alkyl. aryl and heterocyclyl optionally substituted with one, two or three 
substituents selected from RZ; 

5 r5 and r6 are independently selected from: 

1) H, 

2) (C=0)ObRa, 

3) Ci-CiO alkyl, 

4) aryl, 

10 5) C2-C10 alkenyl, 

6) C2-C10 alkynyl, 

7) heterocyclyl, 

8) C3-C8 cycloalkyl, 

9) S02R^, and 

15 10) (C=0)NRb2, , . ^ 

sa,d alkyl, cycloalkyl, aryl, heterocylyl, alkenyl, and alkynyl is optionally substituted 
with one or more substituents selected from Rz, or 

Rz is selected from: 
20 1) (C=0)iOs(Ci-Cio)alkyl. 

2) Or(Ci-C3)perfluoroalkyl, 

3) (Co-C6)alkylene-S(0)mR^. 

4) 0x0, 

5) OH, 
25 6) halo, 

7) CN, 

8) (C=O)rOs(C2-Cl0)alkenyl, 

9) (C=O)rOs(C2-Ci0)alkynyl, 

10) (C=0)rOs(C3-C6)cycloalkyl, 
30 11) (C=O)iOs(C0-C6)alkylene-aryl, 

12) (C=0)rOs(Co-C6)alkylene-heterocyclyl, 

13) (C=0)rOs(Co-C6)alkylene-N(Rb)2, 

14) C(0)Ra, 

15) (Co-C6)alkylene-C02R^, 
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16) C(0)H, 

17) (C0-C6)alkylene-CO2H, 

18) C(0)N(Rb)2. 

19) S(0)mR*. and 
5 20) S(0)2N(Rt>)2 

21) NRC(C=0)ObRa, 

22) O(C=O)ObCl-Ci0 alkyl, 

23) 0(C=0)ObC3-C8 cycloalkyl, 

24) 0(C=0)Obaryl, and 

,n 25) 0(C=0)Ob-heterocycle, 

with up to thiee substituents selected from Rb, OH. (Cl-C6)alKoxy, £ 
CN, 0(C=0)Cl-C6 alkyl, oxo. and N(Rb)2; 
15 Rais (Cl.C6)alM.(C3-C6)oycloalkyl,aryl.orheterocyclyl-,and 

Rb is H. (Ci-C6)alky.. aryl. heterocyclyl. (C3-C6)cyc.oalky.. (C=0,0Ci-C6 alkyl, 
(C=0)Ci-C6 alkyl or S(0)2Ra; 

20 R'^ is selected from: 

1) H, 

2) Ci-Cio alkyl, 

3) aryl, 

4) C2-C10 alkenyl, 
25 5) C2-C10 alkynyl, 

6) heterocyclyl, 

7) C3-C8 cycloalkyl. 

8) C1-C6 perfluoroalkyl, 

said alkyl. cycloalkyl. aryl, heterocylyl. alkenyl. and alkynyl is optionally substituted 
30 with one or more substituents selected from RZ, or 

or a pharmaceutically acceptable salt or a stereoisomer thereof. 

6. A compound which is selected from: 
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1- (l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperid^^ 
benzimidazol-2-one; 

5 3.(4.,[4.(2-oxo-2,3-dihydro4H-benz»^dazol-l-yl)pipeMin-l-ynmethynphenyl)^ 
phenylquinaxoline-6-carboxylic acid; 

2- (4-(l4-(2-oxo-2>dihydro-lH-benza™dazo.-l-yl)piperdin-l-yl]me.hyl)phenyl)-3- 
phenylquinaxoline-6-carboxylicacid; 

N-t3-(lH4madazol-l-yl)propyl]-M4-(t4K2-oxo-2,3-dihyd™-lH-benzanudazol-l- 
yl)piperdm-l-yl)me.hy1)phenyl)-2-ph«.ylqmnaxoUne-6-carboxam>de; 

l.U-l4-(3-phenylpyrido[3,4-blpyraz,n-2-yl)benzyl]piperidin-4-yll-l,3-dmydro-2H- 

15 benzimidazol-2-one; 

UU-t4-(2-phenylpyrido[3,4-b)pymm-3-yl)benzyllpiperidm-4-yl)-13-dihydro-^^^ 

benziTnidazol-2-one; 
20 ,^l.[4.(2-ph»nylquinolin-3.yl)benzyUpiperdin-4-yl}-U-dihydro-^^^^ 

2-one; 

,.,144-(6.7-diamino.3.ph.nylqumoxalin-2.yl)benzyllpiperidin-4-yl)-l,3-dihydr^ 

2H-benzimidazol-2-one; 

([3-(lH-indol-3-yl)pym,lidm-l-yl]m<=thynphenyl>3-phenylquinoxaline; 

Hi.(4-[3-(2-aminophenyl)quinoxalin-2-y0benzynpiperidin^-yl)-1.3-dihydro-2H- 

benzimidazol-2-one; 

3,4-dichloro-N.{(3R)-l-[4-(3-phenylquinoxalin-2-yl)benzy^^ 
yljbenzamide; 

4-cyano.N.((3R)-144-(3-pheny.qui„oxa.in-2-y.)benzyllpym.Udm-3-yllbenza™^ 

2,6-difluoro-N-((3R)-l-l4-(3-phenylquinoKalin-2-yl)benzynpyrrolidin.3- 
yl}benzamide; 



25 

2-(4 



30 
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N-{(3R)-l-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}-3- 
(trifluoromethyl)benzamide; 

2,5.difluoro-N-((3R)-l-[4-(3-phenylquinoxalin-2-yl)benzyl)pytroHdin-3- 

5 yl}benzamide; 

3,5-dinuoto-N-((3R)-l-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3- 

yl}benzamide; 

10 NM(3R)-144-(3-phenyl,uino.alin-2-yl)benzyl]pyn-olidm-3-yl)-l,3-thiazole-5- 
carboxamide; 

(3R)-l-[4-(3-phenylquinoxalin-2-yl)benzyl]-3-[(1.3-thiazol-4- 
ylcarbonyl)amino]pyrrolidinium; 

4-[(((3R)-l-l4-(3-phenyl,uinoxaH„-2-yl)b.nzyl]pyrroUdin-3-yllamino)c^^^^^ 
thiazolidin-3-ium; 

N4(3R>l-l4-(7-annno-3-phe„y.quinoxalin-2.yl)b.nzyl]pyirolidinO-yl)-l>fti^^^ 

20 5-carboxamide; 

3-phenyl-2-[4-({(3R)-3-[(13-thiazol-5-ylcarbonyl)arninolpyrrolidm-l- 
yl}methyl)phenyl]quinoxaline-6-carboxylicacid; 

25 2 phenyl-3-[4-({(3R)-34(l,3-thiazol-5-ylcarbonyl)amino]pyrrolidin-l- 
Jl£hyl)phenyi]q ^'d"' 
N-{(3R)-l-[4-(3-phenylpyrido[3,4-b]pyrazin-2-yl)b^^^^^^ 
thiazole-5-carboxamide; 

N.{(3RVl-C4-(3-phcnylpyrido[2,3-b]pyrazin-2-yl)benzyl)pyirolWin-3-yl)-l,3- 
thiazole-S-carboxamide; 

N-U3R)-l-[4-(2-phenylpyrido[2,3-b]pyrazin-3-yl)benzyl]pyrTolidin.3-yl)-l,3- 

35 thiazole-5-carboxamide; 

N-i(3R)-l-[4-(5-hydroxy-3.phenylquinoxalin-2-yl)benzyl]py™li<li''-3-yl)-1.3- 

thiazole-5-carboxainide; 
40 N.(3.me*ylphe„yD-NM^t4-(3-phe„ylqui„oxaHn-2-yl)be„zy^a«tidi^ 

NH4-methoxyphenyl)-NMl-t4K3-phenylqumoxa.in-2-yl)benzyl)azetid>n-3-yO 
N-(3-me*oxyphenyI)-NMl-(4-(3-phenylquinoxalin-2-yl)benzynazeddin-3-yUur«^^ 



30 



45 
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m«hyl 3-lt(( l-[4.(3-phenylquinoxalm-2-yl)benzyl]3zeUdi„.3- 
yl)amino)carbonyl]anuno)benzoate; 

N-[4Kdinuoron,e.hoxy)pheny,l-NM144-(3-phenylquinoxaH„-2-yl)b=nzyllazeUdm^^ 
5 yl}urea; 

2.(4-,[4-C2-methyl-lH-benzimidazol-l-y0piperidin.l-yl)methyl)phenyl)-3- 
phenylquinoxalin-5-ol; 
,0 yN--dimethyI-iV'-p.(4-U4K2.oxo.2.3-dihyd:o-lH-benzi™dazo,.l-y.)piperidi„-l- 
yl]methyllphenyl)-3-phenylqumoxalin-6-yllglycmaiiude; 
9.U-[4-(3-phc„ylqumoxalin-2-yl)benzynpiperidin-4-yl)-9H-purin-6-an,ine; 

15 3.(44[4<6-anu„o-9H-purin-9-yl)piperidi„-l-yl]me*yl)phe„yl)-2-^^^^^^ 
6-amine; 

20 6-amine; 

9^,.[4-(7.=hloro-3-pheny.qu,„oxalin-2-yl)benzy.lpfperidin^-yn-9H-puri„^-^^^^ 
9.,l-[4<3-phe„ylpyrido[3,4-b]pyraz,n-2-yl)benzyl]piperid,n-4.yll-9H-punn-6-amin.^ 

,.U.[4.(3-phe„y.pyrido[23-blpyrazin-2-y.)benzynpiperidi„-4-yl^ 
9.U.^4-(2-phe„ylpyrido(2>b,pyrazin-3-yl)benzyl]piperidin-4-yl^9H-purin*»^ 

30 2K4-([4<6— 9H-purin.9.yl)piperid,„.l-yllme.hyl)ph.nyl)-3-phe„y^^ 

2l'(t4-(6-a™ino-9H-purin-9-yl)piperidin.l-ynme.hyl)pheny.)-3-^^^^^^^ 
6-carboxylic acid; 

3.(44[4K6-a™„o-9H-puh„-9-y0piperidin.l-y.]me*yllphe„yl)-2-phe„y^^^^^^ 
6-carboxylic acid; 

2H4-((4-(3H-imidazo[4,5-b]pyridin-3-yl)piperidin-l-yl)meihyl)phenyl)-3- 

40 phenylquinoxaline; 

2K4-([4-(3H-imidazo[4.5.b)pyridin.3-yl)piperidin.l-yllm«hyl}phenyI)-3- 

phenylquinoxalin-6-amine; 
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3.(4.U4-(3H-inndazo[4,5-b]pyridin-3-yl)piperidin-l-yl]methyl}phenyl)-2- 
phenylquinoxalin-6-afnine; 

2-(4-([4-(3H-imidazo[4,5-b]pyridin-3-yl)piperidm-l-yl]methyl}phenyl)-3- 
phenylpyrido[2,3-b]pyrazine; 

1- ,l-[4-(3.phenyl,uinoUn-2-yl)b=n.yllp.peridin-4-yl)-U-dihydro-2H-b^^^^ 

2- one; 

lKl-{4-[3-phenyl-6<lH-tetrazol-5-yl)quinoxalin-2-yllbenzyl}piperidin-4-y^ 
dihydro-2H-benzimidazol-2-one; 

l<l-{443-phenyl-7-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin^ 
dihydro-2H-benzimidazol-2-one; 

9Kl-(4-[3-phenyl-7-(lH-tetrazol-5-yl)quinoxalin-2-ynbenzyl}piperidin-4-yl)-9^^ 

purin-6-amine; 

9.(l-(4-l3-phenyl^(lH-.etrazol-5-yl)quinoxalin-2-yllbenzyl)piperidin-4-yl>9H- 

20 purin-6-ainine; 

/vMimethyl-N>-l2-(4M [4-(2-oxo-2>dihydro-lH-benzi^^ 
yl]methyl}phenyl)-3-phenylquinoxalin-6-yl]glyctnamide; 

25 N^^^dimethyl-N'-[3-(4-([4-(2-oxo-23-dihydro^ 

yl]methyl}phenyl)-3-phenylquinoxalin-6-yl]glycinamide; 

l-{144.(2-anuno-4-hydroxy-7-phenylpteridin-6-yl)benzyl]pi^^^ 
dihydro-2H-benzimidazol-2-one; 



15 



30 



35 



40 



hexopyranose; 



n (H'X(AUA f2-oxo-2 3-dihydro-lH-benzimidazol-l-yl)piperidin-l- 



hexopyranose; 
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, (4 |t4 (2-oxo-2 3-dihydro-lH-benzimidazol-l-yl)piperid,n-l-ynmethyl)phe„yl)-3. 
ph^llq— n-6-yl2Vty>ami„o)-2-deoxy-D-glucopyr^^^^^ 
•> u (r4 (2 0X0-2 3-dihydro-lH.benz>midazol-l-yl)piperidin-l-yllmethyl)phenyl)-2- 
; 'pHtCo°"in6-yl2Vtylanuno)-2-deoxy-D-^^^^^^ 

3.(4-U4-hydroxy-.-phenylpiperdin-l-ynme.hynphc„yl).2-phenylquinaxoIte; 

3.(4-U4-(quinazoU„-2-on-3-yl)pipeniin-l-y.]me.hynphenyl)-2-phenyl,um^^^ 

" 3.(4-([4-(pyrid-2-yl)piperd>n-l-yl]me.hyl)phenyl)-2-phe„ylqui«axoline; 

3.(4-U3-(benzimidazol-2-yl)piperdin-l-ynmethyl)phenyl)-2-phenylquinaxoline; 
5 2-(4-U4-(2-oxo-23-dmydro-m-b.nzan,ida«,l-l-yl)pipeK«n-l-yl)methy11pbenyl)-3- 

phenyl-6-methylquinaxolme; 

2-(4-|t4-(2-oxo-2.3-dihydro.lH-b«.zanudazol-l.yl)piperdin-l-yl]med,ynphenyl)-3- 
phenyl-6-chloroquinaxoline; 

2(4.([4-(2-oxo-2,3-dihydro-lH-be.zam,dazoM-yl)piperdm.l-yl]me,hynphenyl)-3- 
phenyl-6-(l-iicetylaminoprop-2-yl)quinaxoline; 

2.(4-([4-(2-oxo-23-dihydro-lH-b.nzamidazol-l-yl)piperiin-l-yl» 
25 phenyl-6-methylsulfonylquinaxoline; 

N.N-d,me,hy.-2-(4-([4-(2-oxo-2>dihydro-lH^^»nidazoW 
yl)methyl)phenyl)-3-phenylquinaxoline-6-sultonaimde, 

30 2-(4-((4-(2-oxo-2,3-d,hydro-lH-benzanudazol-l-yl)piperdin-l-yllme.hyllpheny.V3- 

phenylquinaxoline-6-sulfonamide; 

45 2.(44[4-(2^xo-2,3-dihydro-lH-benzamidazol.l-yl)piperdin-l-yl]n«.hynph»^^ 
phenyl-6-fluoroquinaxohne; 
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2.(4-a4-(2-oxo-2.3-dihydro-lH-ben.amidazol-l-yl)piperdm-l-yl]m=thyl)phenyl)-3- 
phenyl-6-cyanoquinaxoline; 

. rAi\A n 0x0-2 3-clihydro-lH-benzamidazol-l-yl)piperdin-l- 
N-(5-hYdroxypentyl)-2-(4-U4-(.-i-oxo uiii:y«. 

yllmeJhyUphenyO-a-phenylquinaxoline-e^^^^ 
carboxamide; 

2K4-(l4.(2-oxo-2,3-dihydro-lH-benza,„idazol-l-yl)piper<iin-l-yl]methyl)phe„yl)-3- 
phenylquinaxoUne-6-methylsulfonamide; 

2.(4.U4-(2-oxo-2.3-dihydro-lH-benz™dazol-l.yl)piperdi„-l-y.l™ethyl)pheny0-3- 
phenyl-6-methoxyquinaxohne; 

K4.|[4<2-oxo-23-dihydro-lH-benzanudazol-l-yl)piperdin-l.yl]methynph.nyOJ 

25 phenyl-6-TUtroquinaxoline; 

2.(4^|[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-ynmethyl)ph«,yl)-3 

phenyl-6-trifluoromethylquinaxolme; 
30 2-(4.U4-(2-oxo-2,3-dihydro-lH-b<=nza™da.ol-l-y0piperdin-I-yllme.hyl)phenyl)-3 

phenyl-6-aminoquinaxoline; 

3K4-(l4.(2.0xo-23-dihydro.lH-be«zanudazol.l.yl)pipetdin-l-yl)methyl)phenyl)- 
phenylquinaxoline-6-carboxylic acid; 

3.(4-U4-(2-oxo-2.3-dihydro-lH-benzanudazol-l-yl)piperdin-l-yIlmethyl)phenyl> 
phenyl-6-methylquinaxoline; 

3.(4-([4-(2-oxo.2.3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yUme*yl)phenyl)- 

40 phenyl-6-chlorciqumaxoline; 

NN^methyl-3-{4-([4-(2-oxo-2.3-dihydro-lH-benzamidazoH-yl)piperdin-l- 

45 3.(4.U4-(2-oxo.23-dihydro-lH-benzan»dazol-l-yl)piperdin.l-yl]me*yllphenyl) 
phenylquinaxoline-6-sulfonamide; 
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yl)piperdin4-yl]methyl}phenyl)-2-phenylquinaxohne-6-car^ 

5 Ethvl3-(4-{[4-(2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yllmethyl}phenyl)-2-phenylquinaxoline-6-carb^^^ 

u-^(A r2-oxo-2 3-dihydro-lH-benzamidazol-l-yl)piperdin- 
N-r3-f2-hYdroxyethyl]-3-(4-{L4-(,z-oxo ^,3 uih^mi 

^yl]methyl}phLyl)-2-phenylquinaxoline-6-ca^^^^ 
10 _, fA t M n oxo-2 3-dihydro-lH-benzamidazol-l- 

3.(4-l[4<2-oxo-2,3-dihydro-lH-be„zamidazol-l-yl)piperdin-l-yl]methyl)pheny0-2. 

15 phenyl-6-fluoroquinaxoline; 

3.(4^[4-(2-oxo-2,3-dihydro.lH-benzamidazol-l-yl)piperdin-l-yllme.hynpheny«^^^ 

phenyl-6-cyanoquinaxoline; 

. ^^'X(Ai\A (2 oxo-2 3-dihydro-lH-benzamidazol-l-yl)piperdm-l- 
N-('5-hvdroxYpentyl)-3-(4-{ [4-^^-0X0 umj^^ 

y^[]methyl}phenyl)-2-phenylquinaxoline-6^ 



carboxamide; 



N-[3-hydroxy-2>dime.hylpropy.>3-(4-([4-(2-oxo-2>cUhy^^ 
yl)pil«rfin-lW*ynphenyl)-2-phenylqmnaxo^^^^ 

3.(4.(t4-(2-oxa.23^hydm-lH-be,,zamidazol-l-yl)piperdin-l-yllme.hy.}phenyl)-2 
phenylquinaxoline-6-methylsultotianude; 

3.(4Ml4<2-oxo-23-dihydro-lH-be,>zanudazol-l-yl)piperdin-l-yl]me*yl)pheny^^ 

phenyl-6-methoxyquinaxoline; 

3.(4-([4-(2-o.o.2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyllphenylV^ 

40 phenyl-6-nitroquinaxoline; 

3^4-U4-(2-oxo-23-dihydro-lH-be„zamida«,l-l-yl)piperdin-l.yllme*yl)phcnyl)- 

phenyl-6-triflaoromelhylquinaxoline; 

45 3.(4.,[4-(2-oxo-2,3-dihyd«.lH-benzamida»l-l-yl)piperdin4.ylln,e*yllp 

phenyl-6-aminoquinaxohne; 
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7chloro-3-(4-([4-(2-oxo-2,3-dit.ydro-lH-benzamidazol-l-yl)piperdin-l- 

7-melhyl-2-(4-([4<2^xo-2>dihydro-lH-benzamidazol-l-yl)piperd,n-l- 
ylSl)phenioVph»ylquinaxoUne-6-carboxam,de; 

6.chloro-7-tluoro-3-(4-U4-(2-oxo-2,3-dihydro-lH-be„zan,ida.ol-l-y.)piperdin-l. 
yl)methyl)phenyl)-2-phenylquinaxoline; 
' 67-dichloro-3-(4-U4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yi]inethyl)phenyl)-2-phenylquinaxoline; 

7-chloro-2-(4-([4-(2-oxo-2,3-dihydro-lH-benzamid^ol-l-yl)piperdin-l- 
5 yWllphenyl>3-phenylqumaxol>.e-6-.ulfo^ 

7-methyl-3-(4-U4-(2-oxo-2,3-dihydro-lH-benza,nidazol-l-yl)piperdin-l- 

yWl)phenV2-ph»ylquinaxolii«-6^^^ 
■0 6.chloro-7-fluoro-2<4M[4-(2-oxo-2,3-dihydro-lH-benzanudazo,-l-yl)piperdin-l- 

yUmethyl ) phenyl)-3-phenylquinaxoline: 

67^khloro-2-C4-U4-(2-oxo-2.3-d.hydro-lH-benzamidazol-l-yl)piperdin-l- 
yi]methynphenyl)-3-phenylquinaxolme; 
" N-[2<4-([4-(be„za™dazol-2-yl)piperdin-l-ynmethynphenyl)-3-phe„y.qum^^^^^ 
yllmethylsulfonamide; 

2. (4.1[4<benzamidazol-2-yl)piperd,„-l-yl]me,hyl)phenyl)0-phenylquin^^^^^ 

30 carboxylic acid; 

3. (4-lt4-(benzamidazo.-2-y«piperdin-l-yllme.hyI)phenyl>2.phcnylquinaxoline-^ 

carboxylic acid; 

35 7.n.ethyl-2-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-3- 
phenylquinaxoline-6-carboxamide; 

7-methyl-3-(4-{[4-(ben2amidazol-2-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenylquinaxoline-6-carboxamide; 
^ 7.chloro-2-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phen^^^ 
phenylquinaxoline-6-sulfonamide; 

7-chloro-3-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]niethyl)phenyl)-2- 
45 phenylquinaxoline-6-sulfonamide; 
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yllmethyl}phenyl)-3-phenylquinaxoline-6-carboxamide, 

N-(2-hydroxyethyl)-7-methyl-2-(4-l[4KbenzaTnidazol-2-yl)p 
5 yl]methyl}phenyl)-3-phenylquinaxoline-6-carboxamide. 

2.(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6- 

methoxyquinaxoline; 
10 3-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-2-phenyl-6- 
methoxyquinaxoline; 

2- (4-{[4-(ben2amidazol-2-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6- 
fluoroquinaxoline; 

3- (4-{[4-(benzamidazol-2-yl)piperdin-l-yllmethyl}phenyl)-2-phenyl-6- 
fluoroquinaxoline; 

2-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6- 

20 cyanoquinaxoline; 

3.(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-2-phenyl-6- 

cyanoquinaxoline; 

25 N-isop™pyl-NH(lW3.phe„ylquinoxalin-2-yl)ben^yl]piperid^^^^ 

N-(3-nuorophenyi)-NHll-[4-(3-phenylquinoxalin-2-yl)benzyllpiperidm-3- 
yl)methyl)urea; 

30 N-ph.nyl-NH{H4-(3-phenylqui«o«lin-2-yl)benzyl]piperidin-3-yllme%^ 
N<4-b«,mobenzyl)-NH(l-[H3-phe„ylqumoxalm-2-yl)benzyl]piperidin-3- 

yl}methyl)urea; 

35 N-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3- 
yl }methyl)benzenesulfonamide; 

N-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)-4- 
bromobenzenesulfonamide; 

NK{l44K3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}m 

N-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)-3,4- 
dimethoxybenzenesulfonamide; 

45 
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N-((l-[4-(3-phenylqumoxaUn.2-yl)benzyllpiperidin-3-yl)methyl)thien-2- 
ylsulfonamide; 

N-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)2,2,2- 

5 trifluoroethylsulfonamide; 

N-(U44K3-phenylquinoxaUn-2-yl)bcnzynpiperidin-3-yl)methyl)quinoU„-7- 

ylsulfonamide; 

,0 4.phenyl-l-|l-[4-(3-phenylquinoxalin-2-yl)benzy.,piperidin-4.yl}-l^ 
imidazol-2-one; 

l.U-[4-(3-phenylqumoxalin-2-y0benzyl)pyrrolidin-4-yn-1.3-<Bhydro-2H-tria^^ 



one; 



N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)l,2.3.4.5- 
trifluorophenylsulfonamide; 

N-(l-[4-(3-phenylqainoxalin-2-yl)benzyl]piperidin-3-yl)-4- 
20 acetamidophenylsulfonamide; 

N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin^^ 

N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)-4- 
25 chloroophenylsulfonamide; 

N-(l-[4K3-phenylqmnoxalin-2-yl)benzyl]piperidin-3-yl)bu.ylsulfonannde; 

N<l-[4-(3-phenylquinoxalm-2.yl)benzyl]piperidin-3-yl)me.hylsulfon^^ 

N.(l-l4-(3-phenylquinoxal,n-2-yl)benzyllpiperidin-3-yl)ethyl.ulfona™^ 

l.U-[4K2-phenylbenzoiqquinoxalin-3-yl)benzyllpiperidm-4.yl)-13-dihyd»^^^^ 
benzimidazol-2-one; 

,.n-l4-(3-ph=nylbenzolf]quinoxalin-2-y0benzyl]piperidin-4-yl).1.3-dihydro-2H. 
benzimidazol-2-one; 

Ethyl2<4-{[4-(2-Oxo-23-dihydro-lH-benzarmdazol-l-yl)piperd^^^ 
40 yl]methyl}phenyl)-3-phenylquinaxoline-8-carb^^^^ 

Ethyl 2K4-{l4-(2-Oxo-23-dihydro-lH-benzanudazol-l-yl)piperdin-^ 
ynmethyl}pUyl)0-phenylquinaxoline-5-carbo^ 

45 2-(l-[4-(3-phenylpyndo[3.4-b]pyrazin.2-yl)benzyl]^^^^^ 
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2Ml<4-(3-pheny.pyrido[4.3-blpyrazm-2-yl)benzyl]piperidln-4-yl)be„zinuda^^^ 
2-,l-l4-(3-pheny.pyrido(2.3-blpyraz,„-2-yl)benzyllpip.ridm-4-yl)benzi,nidazole; 
2Ml-[4-(3-phe„y.pyrido[3.2-b]pyrazi„-2-yl)benzy.lp*peridin-4-yl)be„zimmaz^ 

, „ (4 |6-((4-methylpiperazin-l-yl)carbonyn-3-phenylquinoxalin-2- 
yill.^Sopiperidi„^"l-1.3-dm^^^^^^^ 

yl]methyl)pl'enyl)-3-ptenylqu.no>ial,ne-6-carboieam.de, 
,.,l.[4-(6«l-3-phcnylquinoxalin-2-y.lbenzyl)pipendin-4-yl)-1.3-dihydro-2H- 

benzimidazol-2-one; 

" l.UK4-16-l(4.anunophenyi)sulfonyll.3-phe„ylqui„oxali„-2-yl)benzyl)pi^^^^^^ 
yl]-l,3-dihydro-2H-benziinidazol-2-one; 

NI2-I3-(4-ll4K2-o.o-23-dihydro-lH-benzimdazol-l-yl)piperidin-l- 
$l)meMlphenyO-2-phenylquinoxalin-6-ynethyl>aceuu^^^ 

l.(l.,4-[7-(me*ylsulfonyl)-3-phenylquinoxalin-2-yl]bcnzyl)piperidi„-4-yl>l,3. 

dihydro-2H-benzimidazol-2-one; 

N{2-[2-(4-l[4-(benzimidazol.2-yl)piperidin-l-yl]methyl}phenyl)-3- 
phenylquinoxalin-6-yl]ethyl}acetamide; 
N{2-[2-(4-{[4-(benzimidazol-2-yl)piperidin-l-yl]inethyl}phenyl)-3- 
phenylquinoxalm-6-yl]ethyl}acetamide; 

,.,H4-(6-benzoyl-3-phenylquinoxalin-2-yl]b^^^^^ 
benzimidazol-2-one; 

l.U-[4<6-benzoyl-2.phenylquinoxalinO-ylJbenzyl)piperid,n-4-yn-1.3-dihydro-2H- 

35 benzimidazol-2-one; 

^n.(4-n-[(4-an,mophe„yl)sulfo„yll-3-phenylquinoxaIin-2-y.)ben^^^^^ 

yl]-l,3-dihydro-2H-benzimidazol-2-one; 
40 ^u44-(7-bcnzoyU3-phenylquinoxaUn-2-yl]benzyl)piperid,n-4-yl)-U-dihyd™-2H. 

benzimidazol-2-one; 

l-[l-(4-{7-[(4-methylpiperazin-l-yl)carbonyl]-3-phenylquin^^^^^ 
il}Lnz;i)pUdin-4-yl]-13-dihydro-2H-benzim,d^^^ 

45 



25 
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N-r4-(aminosulfonyl)benzyl]-3-(4-U4-(2-xo-23-dihydroaH-bcnzimW 
J^^lmet^??henyl)2-ph.ny.quinoKa.>ne.6.arboxam,de, 

NI242-(4-([4-(2-oxo-23-dmydro4H-benzimidazol-l-yl)piperidin-l- 

5 y,]i^ihyMpbe„W3-pbenylqu— ^^^^ 

^(l.H-[6-(rnethylsu.fony.)-3-pheny.,utaoxalin-2-ynbe«zynpiperidi„-4-yl)-1.3- 

dihydro-2H-benzimidazol-2-one; 
0 ,.(,.H-(6-(l-me,hyl-lH-te.,azo^S-yl)-3-phenyI,uino»n„-2-yl]benzyl)piperidin-4- 

yl)- 1 ,3-dihydro-2H-benzimidazol-2-one; 

l.(l'i4-[7Kl-memyl-lH-.e»azol-5-yl)-3-phenyl,uinoxaHn-2-yl)b.nzynpi^^^ 
yl)- 1 ,3-dihydro-2H-benzimidazol-2-one; 

l.(l'(4-[6-(2-methyl-2H-te<razol-5-yI)-3-phenylqui„oxalin-2-yllbenz^ 
yl)-l,3-dihydro-2H-benzimidazol-2-one; 

1. (^H-[7-(2-me.hyl-2H-.e.razol-5-yl)-3-phe„yl,uinoxaUn-2.yllbenzyl)piperidin^ 
20 yl)- 1 ,3-dihydro-2H-benzimidazol-2-one; 

2. (4.U4-(lH-indol-l-y.)piperidina-y.]methyUphe„y.)-6-(2-n.*^^ 
3-phenylquinoxaline; 

25 3-(4-(t4-(lH-indoM-y.)piperidi„-l-ynn.ethy1)pbc„y.)-6-(2-m..hy.-2H-tett^^^^ 
2-phenylquinoxaline; 

2(4.|[4-(2-methyl-lH-benzimidazol-l-y0piperidm-l-ynmethyl)phenyl)-6-(l- 
methyl-lH-tetrazol-5-yl)-3-phenylquinoxaline; 

2(4-U4-(2-methyl-lH-b=nzimidazoM-yI)piperidin.l-yl]me.hyl)ph.nyl)-6.(2- 
methyl-2H-tetrazol-5-yl)-3-phenylquinoxaline; 

2<4-l[4-(2-methyl-IH-be.zimidazol-l-y.)piperidin-l.yl]me*yl)pheny^^^^^^^^ 

35 1,8-naphthyridine; 

,.(,_,4-[6-(2-,.e*yl-2H-tetrazol-5.y0-3-phenylquinoUn.2-ynt«nzyl)piperidin^^^^^^ 

1 ,3-dihydro-2H-benzimidazol-2-one; 
40 Hi.,4-t6-(2-me.hy.-2H-tem^oN5-yl)-3-phenylquinoUn-2-y.]benzynpip»din^^^^ 
l,3^ihy(lro-2H-imidazo[4,5-b]pyridin-2-one; 

9.(l.(4-[6-(2.methyl.2H-te»zol.5-yl)-3.phcnylquinoIin-2-yllbe.zynpi^^^ 
9H-purin-6-amine; 

9-U-[4-(3-ph.„yl-1.8-naph.hyridin-2-yl)benzyl]piperidi„-4-y.)-9H-p^^^^^ 
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1. (l.[4-(3-phenyl-l,8-naphthyridin-2-yl)benzyllp.perid^^ 
imidazol4,5-blpyridin-2-one; 

Ml-t4-(3-phenyl-I,8-naph.hyridin-2.yl)bcnzynpiperidin-4-yl)-l,3-dihydro-2H- 
imidazot4.5-b]pyridin-2-one 4-oxKte; 

l^l-[4-(3-Phe„yl-l,8-naphtt,yridin-2-yl)benzyllpiperidi„^yl)-l>dihydro-2H- 
benzitnidazol-l-one; 

2. (4-([4-(2-methyl-lH.be„zimidazol-l-yl)piperidin-l-yl]methyl)phenyl)-3- 
phenylquinoxaline-6-carboxylic acid; 

3. (4.(t4-(2-me.hyl-lH-benzimidazol-l-yl)piperidm-l-yl]methyllphe„yl).2. 
phenylquinoxaline-6-carboxylicacid; 

N-r2<d,e*yIamino)ethylI-3.(4M[4K2-me*y.-lH-ben^midazol-l-yl)piperidin 
ynS«hyllphenyl)-2-phenylqui™xaUne-6-carboxam.de, 

.u n<i//i.ir4f2-methvl-lH-benzimidazol-l-yl)piperidin-l- 
N-(2-hydroxyethyl)-3-(4-U4-Unieinyi 
yHmethyl)phenyl)-2-phenylqumoxalme-6-carboxam.de. 

N-n,e,hy.-3-(4-l[4<2.me.hyiaH-benzi,™dazol-l-yl)piperidi„-l-yllmetM 

2-phenylquinoxaline-6-carboxainide; 

> , 1^ n rA I r4 O-methvl-lH-benzimidazol-l-yDpiperidin- 

N43-(lH-imidazol-l-yl)propyl]-3-(4-{ 4-(2 memyi in^^ 

^yllmethyl}phenyl)-2-phenylquinoxal^ 

2-(4-{[4-(6-fluoro-lH-benzimidazol-2-yl)piperid^ 
0 phenylquinoxaline-6-carboxylic acid; 

3.(4-{[4-(6-fluoro-lH-benzimidazol-2-yl)piperidin-l-^^^^^^ 
phenylquinoxaline-6-carboxylicacid; 

,S N r2-(diethylanuno)ethyl]-3-(4-i[4K6-fluoro-m^^^^ 

7-bromo-2-(4-([4-(6-fluoro-lH-benzi™dazol-2-yl)piperid^ 
methyl-3-phenylpyrido[2,3-fc]pyrazme; 

7.bromo-3K4-i[4-(6-fluoro-lH-benzinudazol-2-^^^^^^^ 
phenylpyrido[2,3-fe]pyrazine; 

7-bromo-6-methyl-2.(4-{[4K2-methyl-lH-benzimidazol-l^^^^^^^^ 
45 yllmethyl}phenyl)-3-phenylpyrido[2.3-i']pyrazine; 
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7-bromo-3-(4-(l4-(2-n«.hyl-lH-bc„zinudazoia-yl)piperidin-l.yllme.hy.)phenylV^^ 
phenylpyridot2,3-*lPyf"'"«'' 

l.(,.[4-(4-amino-6-phenylpyridol23-dlpyri™dm-7-yl)benzyl]piperidin-4-yn-^ 

5 dihydro-2H-benzimidazol-2-one; 

l.n-[4-(4-a™no-2-hydroxy-6-pheny.pyridol23-d]pyri™di„-7.yl)be„zyllpiperid,^ 

4-yn-l,3-dihydro-2H-benzimidazol-2-one;ajid 
10 l.U-[4K2,4-diamino-6-phenylpyridol2>d)pyrin,idin-7-yl)benzyl]piperidin-4-yl)- 

1 ,3.dihydro-2H-benzimidazol-2-one; 



or a 



phannaceutically acceptable salt or a stereoisomer thereof. 
j5 7. The compou.,d according to Clata 6 which is the TPA salt of a 

compound selected from: 

l-{144<3-phenylquinoxalin-2-yl)benzyllpiperidin-4-yl}-13-dihydro-2H- 
benzimidazol-2-one; 

3.(4-U4-(2-oxo-2.3-dihydro-lH-ben.amidazol-l-yl)piperdin-l-yl]n,ethyl)phe„yl)-2- 
phenylquinaxoline-6-carboxylic acid; 

2.(4.([4.(2-oxo.2,3-dihydro-lH.be,,zanridazol.l-yl)piperdin-l-yl]methyl!phenyl)-3- 

25 phenylquinaxoline-e-carboxylic acid; 

N-[3-(lH-imadazoM.yl)propyll-3-(4M[4-(2-oxo-2,3-dihydro-.H-benzan.d^l-l- 
yl)pipetdin-l-yllme.hyl)phenyl)-2-phenylquinaxo.ine-6-carboxam,de; 

30 i.,144-(3.phenylpyridot3.4-b]pyrazin-2-yl)ben^yUpiP-din-4-yna3^^^ 
benzimidazol-2-one; 

l.U.t4-(2-phenylpyri<lo[3.4-blpyrazin-3-yl)ben-y')piperi<''"-4-y'l^ 
benzimidazol-2-one; 

" ,.,,44-(2-phenyIquinoUn-3-yl)ben.yllpiperdin-4-yl)-13-dihydro-2H-^^^ 
2-one; 
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l.U44-(6,7-dian,ino-3-phe„y.quinoxa,in-2-y0be„zy,,p,peridi„-4-y.l-l,3-dihydK. 

2H-benziniidazol-2-one; 
5 2.(4-U3-(IH-indo.-3-yl)py™.idm-l-ynmethyllphenyl)-3-phe„y.qu,noxa,ine; 

l.(l.H.p-(2.a™nophe„y0quinoxalin-2-ynbc„zy1)piperidin-4-yIH>dihydro-ffl^ 

benzi midazol-2-OTie; 
10 3,4«o.NM(3R)-l-[4<3-phenylqmnoxaHn-2-yl)be„zyl]pytro.idin-3- 

yljbenzamide; 

4-cya„o-N-l(3R)-H4.(3.pheny.,uinoxaUn.2.y,)be»ynpyrroUdi„0-y.i™^ 
15 2,6-dinuoro-N-U3R>l-l4<3-phenylqu,„oxa.in-2-yl)benzyl]pyrrolidin-3. 
yl}benzamide; 

N-{(3R)-l-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrroUdin-3-yl}-3- 
(trifluoromethyl)benzainide; 

2.5-difluoro-N4(3R)-l-[4-(3-phenylq«inoxa,™-2-yl)be„zyl]pyr™lW^^^^ 
yl}benzamide; 

3,5-din„oro.N-((3R)-l-[4-(3-phe„ylquinoxa,in-2-yl)benzyl]py™lidin-3. 

25 yl}benzamide; 

N-K3R)-l-t4-(3-phenylq«inoxalin-2-y.)benzyl]pyrrolidin-3-yn-1.3-th, 

carboxamide; 

30 (3R).l-[4-(3-phenylqumoxaHn-2-yl)benzyll-3-[(1.3-thiazol-4. 
ylcaibonyl)amino]pytrolidimum; 

4- t(((3R)-144-(3-phe„y.quinoxalin-2-y.)benzyl]pyrro.idin.3^^^ 
thiazolidin-3-ium; 

N.((3R>l-l4-(7-ami„o-3-phenyl,uinoxaUn.2.yl)benzynpyrroUdin-3-y.H>^ 

5- carboxamide; 

3-phenyW2-t4<((3R)-3-((13-*iazol-5-ylcarbonyl)ami™]pyrrolidin-l- 
2-phe„yW3-l4<U3R)-3-[(l>thiazol-5.ylcarbonyl)amino]pym.lidin-l- 

yiU*yi)p''^''y«q"'"'>"'''*-*"'"**'''>' 
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N-{(3R)-l-[4-(3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]pyrrolid!n-3-yl}-i,3- 
thiazole-5-carboxamide; 

N-{(3R)-i-[4-(3-phenylpyrido[2,3-b]pyrazin-2-yl)benzyl]pyiTolidin-3-yl}-l,3- 
5 thiazole-5-carboxamide; 

N-{(3R)-l-[4-(2-phenylpyrido[2,3-b]pyrazin-3-yl)benzyl]pyrTolidin-3-yl}-l,3- 
thiazole-5-carboxamide; 

10 N- { (3R)- 1 - [4-(5-hydroxy-3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl } - 1 ,3- 
thiazole-5-carboxamide; 

N-(3-methylphenyl)-N'-{l-[4-(3-phenylquinoxalin-2-yl)benzyl]azetidin-3-yl}urea; 

15 N-(4-methoxyphenyl)-N -{ l-[4-(3-phenylquinoxalin-2-yl)benzyl]azetidin-3-yl }urea; 

N-(3-methoxyphenyl)-N-{ l-[4-(3-phenylquinoxalin-2-yl)benzyl]azetidin-3-yl}urea; 

methyl 3-{ [({ l-[4-(3-phenylquinoxalin-2-yl)benzyl]azetidin-3- 
20 yl }amino)carbonyl] amino jbenzoate; 

N-[4-(difluoromethoxy)phenyl]-N-{l-[4-(3-phenylquinoxalin-2-yl)benzyl]azetidin-3- 
yljurea; 

25 2-(4-{ [4-(2-methyl-lH-benzimidazol-l-yl)piperidin-l-yl]methyl }phenyl)-3- 
phenylquinoxalin-5-oI; 

iV^^-dimethyl-A^'-[3-(4-{[4-(2-oxo-2,3-dihydro-lH-benzimidazol-l-yI)piperidin-l- 
yl]methyl}phenyl)-3-phenylquinoxalin-6-yl]glycinamide; 

30 

9_ { l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-4-yl } -9H-purin-6-amine; 

3-(4-([4-(6-amino-9H-purin-9-yl)piperidin-l-yl]methyl}phenyl)-2-phenylquinoxaliii- 
6-amine; 

35 

9-{l-[4-(6-chloro-3-phenylquinoxalin-2-yl)benzyl]piperidin-4-yl}-9H-purin-6-amine; 
2-(4-{[4-(6-amino-9H-purin-9-yl)piperidin-l-yl]methyl}phenyI)-3-phenylquinoxalin- 
6-amine; 

40 9-{ l-[4-(7-chloro-3-phenylquinoxalin-2-yl)benzyl]piperidin-4-yl }-9H-purin-6-amine; 
9-{l.[4-(3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]piperidin-4-yl}-9H-purin-6-amine; 
9.{l.[4-(3-phenylpyrido[2,3-b]pyrazin-2-yl)benzyl]piperidin-4-yl}-9H-purin-6-amine; 
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9-{l-[4<2-phenylpyrido[2,3-b]pyrazin-3-yl)benzyl]piperidiTi-4-yl}-9H-purin-6-amine; 

2-(4-{[4-(6-amino-9H-purin-9-yl)piperidin-l-yl]methyl}phenyl)-3-phenylquinoxalin- 

5- ol; 

^ 2-(4-{ [4-(6-amino-9H-purin-9-yl)piperidin-l-yl]methyl }phenyl)-3-phenylquinoxaline- 

6- carboxylic acid; 

3.(4.{[4-(6-amino-9H-purin-9-yl)piperidin-l-yl]methyl}phenyl)-2-phenylquinoxaline- 
10 6-carboxylic acid; 

2-(4-{[4-(3H-imidazo[4,5-b]pyridin-3-yl)piperidin-l-yl]methyl}phenyl)-3- 
phenylquinoxaline; 

15 2-(4-{[4-(3H-imidazo[4,5-b]pyridin-3-yl)piperidin-l-yl]methyl}phenyl)-3- 
phenylquinoxalin-6-amine; 

3.(4.{[4-(3H-imidazo[4,5-b]pyridin-3-yl)piperidin-l-yl]methyl}phenyl)-2- 
phenylquinoxalin-6-amine; 

20 

2.(4-{[4-(3H-imidazo[4,5-b]pyridin-3-yl)piperidin-l-yl]methyl}phenyl)-3- 
phenylpyrido[2,3-b]pyrazine; 

l_{l.[4-(3-phenylquinolin-2-yi)benzyl3piperidin-4-yl}-l,3-dihydro-2H-benzimidazol- 
25 2-one; 

l-(l-{4-[3-phenyl-6-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin-4-yl)-l,3- 
dihydro-2H-benzimidazol-2-one; 

30 1 -( 1- {4-[3-phenyl-7-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl }piperidin-4-yl)-l ,3- 
dihydro-2H-benzimidazol-2-one; 

9.(l_{4-[3-phenyl-7-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin-4-yl)-9H- 
purin-6-amine; 

35 

9-(l-{4-[3-phenyl-6-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin-4-yl)-9H- 
purin-6-amine; 

^^-dimethyl-V-[2-(4-{[4-(2-oxo-23-dihydro-lf/-benzimidazol-l-yl)piperidin-l- 
40 yl]methyl }phenyl)-3-phenylquinoxalin-6-yl]glycinainide; 

//^dimethyl-iV'-[3-(4-{[4-(2-oxo-2,3-dihydro-lf/-benzimidazol-l-yl)piperidin-l- 
yllmethyl}phenyl)-3-phenylquinoxalin-6-yl]glycinamide; 
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1- {l-[4-(2-atnino-4-hydroxy-7-phenylpteridin-6-yl)benzyl]piperidin-4-yl}-l,3- 
dihydro-2H-benzimidazol-2-one; 

N-[2-(diethylamino)ethyll-2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzimidazol-l- 
5 yl)piperidin-l -yl]methyl } phenyl)-3-phenylquinoxaline-6-carboxamide; 

N-[2-(diethylamino)ethyll-3-(4-{[4-(2-oxo-2,3-dihydro-lH-benzimidazol-l- 
yDpiperidin- 1 -yl]methyl }phenyl)-2-phenylquinoxaline-6-carboxamide; 

10 2-deoxy-2-( { [2-(4- { [4-(2-oxo-2,3-dihydro- IH-benzimidazol- 1 -yl)piperidin-l- 
yl]methyl } phenyl)-3-phenylquinoxalin-6-yl]carbonyl }amino)-D-arabino- 
hexopyranose; 

2- deoxy-2-({[3-(4-{[4-(2-oxo-2.3-dihydro-lH-benzimidazol-l-yI)piperidin-l- 
15 yl]methyl}phenyl)-2-phenylquinoxalin-6-yllcarbonyl}amino)-D-arabino- 

hexopyranose; 

2- (4-{[4-(2-oxo-23-dihydro-lH-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)-3- 
phenylquinoxalin-6-yl2-(acetylamino)-2-deoxy-D-glucopyranoside; 

3.(4_{[4-(2-oxo-23-dihydro-lH-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)-2- 
phenylquinoxalin-6-yI 2-(acetylamino)-2-deoxy-D-glucopyranoside; 

3.(4.{[4-hydroxy-4-phenylpiperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline; 

3- (4-{[4-(quinazolin-2-on-3-yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline; 
3.(4.{[4-(pyrid-2-yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline; 

30 3-(4-{ [3-(benzimidazol-2-yl)piperdin-l-yl]methyl }phenyl)-2-phenylquinaxoline; 

2-(4-{ [4-(2-oxo-2,3-dihydro-lH-benzaimdazol- l-yl)piperdin-l-yl]methyl }phenyl)-3- 
phenyl-6-methylquinaxoline; 

35 2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3- 
phenyl-6-chloroquinaxoline; 

2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3- 
phenyl-6-(l-acetylaminoprop-2-yl)quinaxoline; 

2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3- 
phenyl-6-methylsulfonylquinaxoline; 

N,N-dimethyl-2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
45 yl*]methy 1 } phenyl)-3-phenylquinaxoline-6-sulfonamide; 



25 



40 
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2.(4-{[4K2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l-yI]methyl}phenyl)-3- 
phenylquinaxoline-6-sulfonamide; 

N-[3-(lH-Imidazol-l-yl)propyl]-2-(4-{[4-(2-oxo-23-dihydro-lH-benzamidazol-l- 
5 yl)piperdin-l-yl]methyI}phenyl)-3-phenylquinaxoline-6-carboxanude; 

Ethyl 2-(4-{ [4-(2-Oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yllinethyl}phenyl)-3-phenylquinaxoline-6-carboxylate; 

10 N-[3-(2-hydroxyethyl]-2-(4-{[4-(2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin- 

1- yl]methyl}phenyl)-3-phenylquinaxoline-6-carboxamide; 

N-r3-(2-phenyl-2-hydroxyethyl]-2-(4-{[4-(2-oxo-2.3-dihydro-lH-benzamidazol-l- 
yl)piperdin-l-yl]methyl}phenyl)-3-phenylquinaxohne-6-carboxamide; 

2- (4-{[4-(2-oxo-2.3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3- 
phenyl-6-fluoroquinaxoline; 

2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3- 
20 phenyl-6-cyanoquinaxoline; 

N-[2-(diethylamino)ethyl]-2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l- 
yl)piperdin-l-yl]inethyl}phenyl)-3-phenylquinaxolme-6-carboxamide; 

25 N-(5-hydroxypentyl)-2-(4-{[4K2-oxo-2.3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl]methyl } phenyl)-3-phenylquinaxoline-6-carboxamide; 

N-r3-(dimethylamino)-2,2-dimethylpropyl]-2-(4-{[4-(2-oxo-2,3-dihydro-lH- 
benzamidazol-l-yl)piperdin-l-yUmethyl}phenyl)-3-phenylquinaxoline-6- 

30 carboxamide; 

N-[3-hydroxy-2,2-dimethylpropyl]-2-(4-{[4-(2-oxo-2.3-dihydro-lH-benzamidazol-l- 
yl)piperdin-l-yl]methyUphenyl)-3-phenylquinaxoline-6-carboxamide; 

35 2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3- 
phenylquinaxoline-6-methylsulfonamide; 

2-(4-{[4-(2-oxo-2.3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl3methyl}phenyl)-3- 
phenyl-6-methoxyquinaxoline; 

2-(4-{[4-(2-oxo-2.3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3- 
phenyl-6-nitroquinaxoline; 

2-(4-{l4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-3- 
45 phenyl-6-trifluoromethylquinaxoline; 
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2- (4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyI}phenyl)-3- 
phenyl-6-aminoquinaxoline; 

3- (4-{[4-(2-Oxo-2,3-dihydro-lH-benzamida2ol-l-yl)piperdin-l-yl]methyl}phenyl)-2- 
5 phenylquinaxoline-6-carboxylic acid; 

3.(4.|[4.(2.oxo-23-dihydro-lH-benzainidazol-l-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenyl-6-methylquinaxoline; 
10 3-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenyl-6-chloroquinaxoline; 



N.N-dimethyl-3-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl']methyl}phenyl)-2-phenylquinaxoline-6-sulfonanude; 

3.(4.{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenylquinaxoline-6-sulfonainide; 

N-[3-(lH-Imidazol-l-yl)propyl]-3-(4-{[4-(2-oxo-23-dihydro-lH-benzamidazol-l- 
20 yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxolme-6-carboxamide; 

Ethyl 3-(4-{[4-(2-oxo-2,3-dihydro-lH-benzainidazol-l-yl)piperdin-l- 
yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxylate; 

25 N-[3K2-hydroxyethyl]-3-(4-{[4-(2-oxo-2.3-dihydro-lH-benzamidazol-l-yl)piperdiTi- 
l-yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxamide; 

N43-(2-phenyl-2-hydroxyethyl]-3-(4-{[4-(2-oxo-23-dihydro-lH-benzaimdazol-l- 
yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxainide; 

3.(4_( [4_(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]niethyl }phenyl)-2- 
phenyl-6-fluoroquinaxoline; 

3.(4-([4-(2-oxo-23-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-2- 

35 phenyl-6-cyanoquinaxoline; 

N42-(diethylamino)ethyl]-3-(4-{[4-(2-oxo-23-dihydro-lH-benzamidazol-l- 
yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxaiiude; 

40 N-(5-hydroxypentyl)-3-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxamide; 

N-[3-(dimethylamino)-2,2-dimethylpropyl]-3-(4-{[4-(2-oxo-2,3-dihydro-lH- 
benzamidazol-l-yl)piperdin-l-yl]methyl}phenyI)-2-phenylquinaxoline-6- 

45 carboxamide; 



-208- 



wo 03/086394 



PCT/US03/10442 



N-[3-hydroxy-2,2-dimethylpropyl]-3-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l- 
yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline-6-carboxamide; 

3.(4_ { [4.(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl }phenyl)-2- 
5 phenylquinaxoline-6-niethylsulfonamide; 

3-(4_{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenyl-6-methoxyquinaxoline; 

10 3-(4- { [4-(2-oxo-2,3-dihydro-lH-benzamidazol- l-yl)piperdin-l-yl]methyl }phenyl)-2- 
phenyl-6-nitroquinaxoline; 

3.(4- { [4-(2-oxo-2,3-dihydro- IH-benzamidazol- l-yl)piperdin- l-yl]methyl }phenyl)-2- 
phenyl-6-trifluoroniethylquinaxoline; 

3.(4-{ [4_(2-oxo-2,3-dihydro-lH-benzamidazol- l-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenyl-6-aminoquinaxoline; 

7-chloro-3-(4- { [4-(2-oxo-2,3-dihydro- IH-benzamidazol- 1 -yl)piperdin- 1 - 
20 yl]methyl }phenyl)-2-phenylquinaxoIine-6-sulfonamide; 

7-methyl-2-(4-{ [4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl]methyl } phenyl)-3-phenylquinaxoline-6-carboxamide; 

25 6-chloro-7-fluoro-3-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl]methyl } phenyl)-2-phenylquinaxoline; 

6,7-dichloro-3-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yi]methyl}phenyl)-2-phenylquinaxoline; 

30 

7-chloro-2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl]methyl}phenyl)-3-phenylquinaxoline-6-sulfonamide; 

7-methyl-3-(4- { [4-(2-oxo-2,3-dihydro- IH-benzamidazol- 1 -yl)piperdin- 1- 
35 yl]methyl } phenyl)-2-phenylquinaxoline-6-carboxamide; 

6-chloro-7-fluoro-2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzaniidazol-l-yl)piperdin-l- 
yl]methyl}phenyl)-3-phenylquinaxoline; 

40 6,7-dichloro-2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yi]methyllphenyl)-3-phenylquinaxoline; 

N-[2-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-3-phenylquinaxolin-6- 
yl]methylsulfonamide; 
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2-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-3-phenylquinaxoline-6- 
carboxylic acid; 

3.(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-2-phenylquinaxoline-6- 

5 carboxylic acid; 

7-methyl-2-(4-{[4-(benzamidazol-2-yI)piperdin-l-yl]methyl}phenyl)-3- 
phenylquinaxoline-6-carboxamide; 

10 7-methyl-3-(4- { [4-(benzamidazol-2-yl)piperdin-l-yl]methyl }phenyl)-2- 
phenylquinaxoline-6-carboxamide; 

7-chloro-2-(4-([4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-3- 
phenylquinaxoline-6-sulfonainide; 

15 

7-chloro-3-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-2- 
phenylquinaxoline-6-sulfonamide; 

N-(2-hydroxyethyl)-7-methyl-2-(4-{[4-(benzaniidazol-2-yl)piperdin-l- 
20 yl]methyl } pheny l)-3-phenylquinaxoline-6-carboxainide; 

N-(2-hydroxyethyl)-7-methyl-2-(4-{[4-(benzamidazol-2-yl)piperdin-l- 
yl]methyl}phenyl)-3-phenylquinaxoline-6-carboxaniide; 

25 2(4- { [4-(benzamida2ol-2-yl)piperdin-l-yl]methyl }phenyl)-3-phenyl-6- 
methoxyquinaxoline ; 

3-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-2-phenyl-6- 
methoxyquinaxoline; 

30 

2-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6- 
fluoroquinaxoline; 

3.(4-{[4-(benzainidazol-2-yl)piperdin-l-yl]methyl}phenyl)-2-phenyl-6- 
35 fluoroquinaxoline; 

2-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyl}phenyl)-3-phenyl-6- 
cyanoquinaxoline; 

40 3-(4-{[4-(benzamidazol-2-yl)piperdin-l-yl]methyi}phenyl)-2-phenyl-6- 
cyanoquinaxoline; 

N-isopK)pyl-N'-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)ur 

45 N-(3-fluorophenyl)-N-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3- 
yl }methyl)urea; 
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N-phenyl-N'-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)urea; 

N-(4-bromobenzyl)-N'-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3- 
5 yl}methyl)urea; 

N-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]pipericiin-3- 
yl } methyl)benzenesulfonamide; 

10 N-({ l-(4-(3-phenylquinoxalin-2-yl)benzyllpiperidin-3-yl }methyl)-4- 
bromobenzenesulfonamide; 

N.({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidinO-yl}methyl)benzylsulfonamide; 

15 N-({ l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl }methyl)-3,4- 
dimethoxybenzenesulfonamide; 

N-({ 1 -[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl }methyl)thien-2- 
ylsulfonamide; 



20 



35 



N_({l.[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)2,2,2- 
trifluoroethylsulfonamide; 



N-({l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl}methyl)quinolin-7- 
25 ylsulfonamide; 

4-phenyl-l-{ l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-4-yl }-l,3-dihydro-2H- 
imidazol-2-one; 

30 l-{l-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-4-yl}-l,3-dihydro-2H-triazol-2- 
one; 

N-(l-[4-(3-phenylquinoxaUn-2-yl)benzyl]piperidin-3-yl)l,2,3.4,5- 
trifluoropheny Isulfonamide ; 

N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)-4- 
acetamidophenylsulfonamide; 

N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)-3-chloropropylsulfonamide; 

40 

N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)-4- 
chloroophenylsulfonamide; 

N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)butylsulfonamide; 
N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl3piperidin-3-yl)methylsulfonamide; 
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N-(l-[4-(3-phenylquinoxalin-2-yl)benzyl]piperidin-3-yl)ethylsulfonamide; 

l.{l-[4-(2-phenylbenzo[flquinoxalin-3-yl)benzyl]piperidin-4-yl}-l,3-dihydro-2H- 
5 benzinnidazol-2-one; 

l-{l-[4-(3-phenylbenzo[f]quinoxalin-2-yl)benzyl]piperidin-4-yl}-l,3-dihydro-2H- 
benzimidazol-2-one; 

10 Ethyl 2-(4-{ (4-(2-Oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl]methyl)phenyl)-3-phenylquinaxoline-8-carboxylate; 



15 



35 



Ethyl 2-(4-{ [4-(2-Oxo-2,3-dihydro-lH-benzamidazol-l-yl)piperdin-l- 
yl]methyl}phenyl)-3-phenylquinaxoline-5-carboxylate; 



2-{l-[4-(3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]piepridin-4-yl}benzimidazole; 
2-{l-[4K3-phenylpyrido[4.3-b3pyrazin-2-yl)benzyl]piperidin-4-yl}benzimidazole; 
20 2-{ l-[4-(3-phenylpyrido[2,3-b]pyrazin-2-yl)benzyllpiperidin-4-yl }benzimidazole; 
2-{l-[4-(3-phenylpyrido[3,2-b]pyrazin-2-yl)benzyI]piperidin-4-yl}benzimidazole; 

1 . [ 1 -(4- { 6- [(4-methy Ipiperazin- 1 -yl)carbony l]-3-pheny lquinoxalin-2- 
25 yl}benzyl)piperidin-4-yl]-l,3-dihydro-2H-benzimidazol-2-one; 

N-[4-(aminosulfonyl)benzyl]-2-(4-{[4-(2-oxo-23-dihydro-lH-benzimidazol-l- 
yl]methyl}phenyl)-3-phenylquinoxaline-6-carboxamide; 

30 l-{l-[4-(6-benzoyl-3-phenylquinoxalin-2-yl]benzyl)piperidin-4-yl}-l,3-dihydro-2H- 
benzimidazol-2-one; 

l-[l-(4-{6-[(4-arninophenyl)sulfonyl]-3-phenylquinoxalin-2-yl}benzyl)piperidin-4- 
yl]- 1 ,3-dihydro-2H-benzimidazol-2-one; 



N- { 2-[3-(4- ( [4-(2-oxo-2,3-dihydro- IH-benzimidazol- l-yl)piperidin- 1 - 
yllmethyl }phenyl)-2-phenylquinoxalin-6-yl]ethyl lacetamide; 



1-(1- {4-[7-(methylsulfonyl)-3-phenylquinoxalin-2-yl]benzyl }piperidin-4-yl)-l ,3- 
40 dihydro-2H-benzimidazol-2-one; 

N- { 2-[2-(4-{ [4-(benzimidazol-2-yl)piperidin- l-yl]methyl }phenyl)-3- 
phenylquinoxalin-6-yl]ethyl } acetamide; 

45 N- {2-[2-(4-{ [4-(benziinidazol-2-yl)piperidin-l-yl]methyl }phenyl)-3- 
phenylquinoxalin-6-yl]ethyl } acetamide; 
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l.{l_[4.(6-benzoyl-3-phenylquinoxalin-2-yl]benzyl)piperidin-4-yl}-l,3-dihydro-2H- 
benzimidazol-2-one; 

l.(l.[4-(6-benzoyl-2-phenylquinoxalin-3-yl]benzyl)piperidin-4-yl}-1.3-dihydro-2H- 
benzimidazol-2-one; 

l-[l-(4-{7-[(4-aminophenyl)sulfonyl]-3-phenylquinoxalin-2-yl}benzyl)piperidin-4- 
yl]-l,3-dihydro-2H-benzimidazol-2-one; 

l.{l_[4.(7-benzoyl-3-phenylquinoxaiin-2-yllbenzyl)piperidin-4-yl}-l,3-dihydro-2H- 
benzimidazol-2-one; 

l-fl-(4-{7-[(4-methylpiperazin-l-yl)carbonyl]-3-phenylquinoxalin-2- 
15 yl}beTizyl)piperidin-4-yl]-l,3-dihydro-2H-benzimidazol-2-one; 

N-[4-(aminosulfonyl)benzyl]-3-(4-{[4-(2-oxo-2,3-dihydro-lH-benzimidazol-l- 
yl]methyl}phenyl)-2-phenylquinoxaline-6-carboxamide; 

20 N-{2-[2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzimidazol-I-yl)piperidin-l- 
yl]methyl}phenyl)-3-phenylquinoxalin-6-yl]ethyl}acetamide; 

l.(l_{4-[6-(raethylsulfonyl)-3-phenylquinoxalin-2-yl]benzyl}piperidin-4-yl)-l,3- 
dihydro-2H-benzimidazol-2-one; 

1- (l-{4-[6-(l-methyl-lH-tetrazol-5-yl)-3-phenylquinoxalin-2-yl]benzyl}piperidin-4- 
yl)-l,3-dihydro-2H-benzimidazol-2-one; 

l.(l.{447Kl-methyl-lH-tetrazol-5-yl)-3-phenylquiiioxalin-2-yl]benzyl}piperidin-4- 
30 yl)- 1 ,3-dihydro-2H-benziniidazol-2-one; 

l.(l_{4-[6-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinoxahn-2-yl]benzyl}piperidin-4- 
yl)- 1 ,3-dihydro-2H-benzimidazol-2-one; 

35 1.(1. (4.[7-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinoxalin-2-yl]benzyl }piperidin-4- 
yl)-l,3-dihydro-2H-benzimidazol-2-one; 

2<4-{[4-(lH4ndol-l-yl)piperidin-l-yl]methyl}phenyl)-6-(2-methyl-2H-tetrazol-5-yl)- 
3-phenylquinoxaline; 

3-(4-{[4-(lH-indol-l-yl)piperidin-l-yl]methyl}phenyl)-6K2-methyl-2H-tetrazol-5-yl)- 

2- phenylquinoxaline; 

2-(4-{[4-(2-methyl-lH-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)-6-(l- 
45 methyl-lH-tetrazol-5-yl)-3-phenylquinoxaline; 



25 



40 
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2-(4-{[4-(2-methyl-lH-benzimida2oI-l-yl)pipericlin-l-yl]methyl}phenyl)-6-(2- 
methyl-2H-tetrazol-5-yl)-3-phenylquinoxaline; 

l-(l-{4-[6-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinolin-2-yl]benzyl}piperidin-4-yl)- 
5 1 ,3-dihydro-2H-benzimidazol-2-one; 

l-(l.(4-[6-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinolin-2-yl]beTizyl}piperidin-4-yl)- 
l,3-dihydro-2H-imidazo[4,5-b]pyridin-2-one; 

10 9.(l-{4-[6-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinolin-2-yl]benzyl}piperidin-4-y0 
9H-purin-6-amine; 

9-{l-[4-(3-phenyl-l,8-naphthyridin-2-yl)benzyl]piperidin-4-yl}-9H-purin-6-amine; 

15 l-{ l-[4-(3-phenyl-l,8-naphthyridin-2-yl)benzyl]piperidin-4-yl }-l,3-dihydro-2H- 
imidazo[4,5-b]pyridin-2-one; 



20 



35 



1- {l-[4-(3-phenyl-l,8-naphthyridin-2-yl)benzyl]piperidin-4-yl}-l,3-dihydro-2H- 
imidazo[4,5-b]pyridin-2-one 4-oxide; 

2- (4-{ [4.(2-methyl-lH-benzimidazol- l-yl)piperidin-l-yl]methyl )phenyl)-3- 
phenylquinoxaline-6-carboxylic acid; 



3_(4.{[4-(2-methyl-lH-benzimidazol^l-yl)piperidin-l-yl]methyl}phenyl)-2- 
25 phenylquinoxaline-6-carboxylic acid; 

N-[2-(diethylamino)ethyl]-3-(4-{[4-(2-methyl-lH-benzimidazol-l-yl)piperidin-l- 
yl]methyl}phenyl)-2-phenylquinoxaline-6-carboxainide; 

30 N-(2-hydroxyethyl)-3-(4-{[4-(2-methyl-lH-benziniida2ol-l-yl)piperidin-l- 
yl]methyl}phenyl)-2-phenylquinoxaline-6-carboxamide; 

N-methyl-3-(4-{[4-(2-methyl-lH-benzimidazol-l-yl)piperidin-l-yl]methyl}phenyl)- 
2-phenylquinoxaline-6-carboxamide; 

N-[3-(lH4midazol-l-yl)propyl]-3-(4-{[4<2-methyl-lH-benzimidazol-l-yl)piperidin- 
1 -y l]methyl } phenyl)-2-pheny lquinoxaline-6-carboxamide; 

2.(4.{[4-(6-fluoro-lH-benzimidazol-2-yl)piperidin-l-yl]methyl}phenyl)-3- 
40 phenylquinoxaline-6-carboxylic acid; 

3_(4.{[4-(6-fluoro-lH-benzimidazol-2-yl)piperidin-l-yl]methyl}phenyl)-2- 
phenylquinoxaline-6-carboxylic acid; 

45 N-[2-(diethylamino)ethyl]-3-(4-{[4-(6-fluoro-lH-benzimidazol-2-yl)piperidin-l- 
yl]methyl}phenyl)-2-phenylquinoxaIine-6-carboxamide; 
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l.{l.[4-(4-amino-6-phenylpyrido[23-d]pyrimidin-7-yl)benzyl]piperidin-4-yI}-1.3- 
dihydro-2H-benzimidazol-2-one; 

l.(l.[4-(4-amino-2-hydroxy-6-phenylpyrido[23-d]pyriinidin-7-yl)benzyl]piperidin- 
4-yl } -1 ,3-dihydro-2H-benzimidazol-2-one; and 

l-{l-[4-(2,4-diamino-6-phenylpyrido[2,3-d]pyrimidin-7-yl)benzyl]piperidin-4-yl}- 
l,3-dihydro-2H-benzimidazol-2-one. 

8. The compound according to Claim 6 which is selected from: 

N-[2-(diethylaniino)ethyl]-2-(4-{[4-(2-oxo-2,3-dihydro-lH-benzimidazol-l- 
yl)piperidin-l-yl]methyl}phenyl)-3-phenylquinoxahne-6-carboxamide; 

N-[2-(diethylamino)ethyl]-3-(4-{[4-(2-oxo-2.3-dihydro-lH-benzimida2ol-l- 
yl)piperidin-l-yl]methyl}phenyl)-2-phenylquinoxaiine-6-carboxamide; 

4-cyano-N-{(3R)-l-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}benzamide; 

N-{(3R)-l-[4-(3-phenylquinoxalin-2-yl)benzyl]pyrrolidin-3-yl}-l,3-thiazole-5- 
carboxamide; 

2-(4-{[4-(6-amino-9H-purin-9-yl)piperidin-l-yl]methyl}phenyl)-3-phenylquinoxalin- 
25 6-amine; 

9.{l.[4-(3-phenylpyrido[3,4-b]pyrazin-2-yl)benzyl]piperidin-4-yl}-9H-purin-6-amine; 

9-{l-[4-(3-phenylpyrido[2,3-b]pyrazin-2-yl)benzyl]piperidin-4-yl)-9H-purin-6-amine; 

2-(4-{[4-(6-amino-9H-purin-9-yl)piperidin-l-yl]methyl}phenyl)-3-phenylquinoxaline- 
6-carboxyIic acid; 

l-{l-[4-(3-phenylquinolin-2-yl)benzyl]piperidin-4-yl}-l,3-dihydro-2H-benzimida2ol- 
35 2-one; 

l-(l-{4-[3-phenyI-6-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin-4-yl)-l,3- 
dihydro-2H-benzimidazol-2-one; 

40 l-(l-{4-[3-phenyl-7-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin-4-yl)-l,3- 
dihydro-2H-benzimidazol-2-one; 

9-(l-{4-[3-phenyl-7-(lH-tetrazol-5-yl)quinoxalin-2-yIlbenzyl}piperidin-4-yl)-9H- 
purin-6-amine; 



30 



-215- 



PCT/US03/10442 

WO 03/086394 



10 



9.(l.{4-[3-phenyl-6-(lH-tetrazol-5-yl)quinoxalin-2-yl]benzyl}piperidin-4-yl)-9H- 
purin-6-amine; 

l-{l-[4-(3-phenyl-l,8-naphthyridin-2-yl)benzyl]piperidin-4-yl}-l,3-dihydro-2H- 
imidazo[4,5-b]pyridin-2-one4-oxide; 

l-(l-{446-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinoxalin-2-yl]benzyl}piperidin-4^ 
yl)-l,3-dihydro-2H-benziinidazol-2-one; 

l.(l.{4-[7-(2-methyl-2H-tetrazol-5-yl)-3-phenylquinoxalin-2-yl]benzyl}piperidin-4- 
yl)- 1 ,3-dihydro-2H-benzimidazol-2-one; 

l.{l.[4-(4-amino-6-phenylpyrido[23-d]pyriinidin-7-yl)benzyl]piperidin-4-yl}-l,3- 
15 dihydro-2H-benzimidazol-2-one; 

l.{l.[4K4-amino-2-hydroxy-6-phenylpyrido[23-d]pyrimidin-7-yl)benzyl]piperidin- 
4-yl } -1 ,3-dihydro-2H-benzimidazol-2-one; and 

20 l-{l-[4K2,4-diamino-6-phenylpyrido[2.3-d]pyrimidin-7-yl)benzyl]piperidin-4-yl}- 
l,3-dihydro-2H-benzimidazol-2-one; 



25 



or a 



pharmaceutically acceptable salt or a stereoisomer thereof. 



9. A pharmaceutical composition comprising a pharmaceutical 
carrier, and dispersed therein, a therapeutically effective amount of a compound of 
Claim 1. 



10. A pharmaceutical composition comprising a pharmaceutical 
30 carrier, and dispersed therein, a therapeutically effective amount of a compound of 

Claim 6. 

11. A pharmaceutical composition comprising a pharmaceutical 
carrier, and dispersed therein, a therapeutically effective amount of a compound of 

35 Claim 8. 
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12. A method of inhibiting one or more of the isoforms of Akt in a 
mammal which comprises administering to the mammal a therapeutically effective 
amount of a compound of Claim 1. 

5 13. A method of inhibiting one or more of the isoforms of Akt in a 

mammal which comprises administering to the mammal a therapeutically effective 
amount of a compound of Claim 6. 

14. A method of inhibiting one or more of the isoforms of Akt in a 
10 mammal which comprises administering to the mammal a therapeutically effective 

amount of a compound of Claim 8. 

15. A method for treating cancer which comprises administering to 
a mammal in need thereof a therapeutically effective amount of a compound of Claim 

15 1. 

16. A method for treating cancer which comprises administering to 
a mammal in need thereof a therapeutically effective amount of a compound of Claim 
6. 

20 

17. A method for treating cancer which comprises admmistenng to 
a mammal in need thereof a therapeutically effective amount of a compound of Claim 
8. 

25 18. A pharmaceutical composition made by combining the 

compound of Claim 1 and a pharmaceutically acceptable carrier. 

19. A process for making a pharmaceutical composition 
comprising combining a compound of Claim 1 and a pharmaceutically acceptable 

30 carrier. 

20. The composition of Claim 9 further comprising a second 

compound selected from: 

1) an estrogen receptor modulator, 
35 2) an androgen receptor modulator, 



-217- 



wo 03/086394 



PCT/US03/10442 



3) retinoid receptor modulator, 

4) a cytotoxic agent, 

5) an antiproliferative agent, 

6) a prenyl-protein transferase inhibitor, 
5 7) an HMG-CoA reductase inhibitor, 

8) an HIV protease inhibitor, 

9) a reverse transcriptase inhibitor, 

10) an angiogenesis inhibitor, 

11) a PP AR-Y agonists, 
10 12) a PPAR-5 agonists, 

13) an inhibitor of cell proliferation and survival signaling, and 

14) an agent that interfers with a cell cycle checkpoint. 

2 1 . The composition of Claim 20, wherein the second compound 
15 an angiogenesis inhibitor selected from the group consisting of a tyrosine kinase 

inhibitor, an inhibitor of epidermal-derived growth factor, an inhibitor of fibroblast- 
derived growth factor, an inhibitor of platelet derived growth factor, an MMP 
inhibitor, an integrin blocker, interferon-a, interleukin-12, pentosan polysulfate, a 
cyclooxygenase inhibitor, carboxyamidotriazole, combretastatin A-4. squalamine, 6 
20 0-(chloroacetyl-carbonyl)-fumagillol, thalidomide, angiostatin and troponin-1 . 

22. The composition of Claim 20, wherein the second compound 
an estrogen receptor modulator selected from tamoxifen and raloxifene. 

25 23 . A method of treating cancer which comprises administering a 

therapeutically effective amount of a compound of Claim 1 in combination with 
radiation therapy. 

24. A method of treating or preventing cancer which comprises 
30 administering a therapeutically effective amount of a compound of Claim 1 in 
combination with a compound selected from: 

1) an estrogen receptor modulator, 

2) an androgen receptor modulator, 

3) retinoid receptor modulator, 
35 4) a cytotoxic agent. 
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an antiproliferative agent, 
a prenyl-protein transferase inhibitor, 
an HMG-CoA reductase inhibitor, 
an HTV protease inhibitor, 
a reverse transcriptase inhibitor, 
an angiogenesis inhibitor, 
a PPAR-Y agonists, 
a PPAR-6 agonists, 

an inhibitor of inherent multidrug resistance, 
an anti-emetic agent, 

an agent useful in the treatment of anemia, 
an agent useful in the treatment of neutropenia, 
an immunologic-enhancing drug, 

an inhibitor of cell proliferation and survival signaling, and 
an agent that interfers with a cell cycle checkpoint. 

A method of treating cancer which comprises administering a 
therapeutically effective amount of a compound of Claim 1 in combination with 
radiation therapy and a compound selected from: 



20 



25 



35 



1) 


an estrogen receptor modulator. 


2) 


an androgen receptor modulator, 


3) 


retinoid receptor modulator. 


4) 


a cytotoxic agent, 


5) 


an antiproliferative agent, 


6) 


a prenyl-protein transferase inhibitor. 


7) 


an HMG-CoA reductase inhibitor. 


8) 


an HIV protease inhibitor. 


9) 


a reverse transcriptase inhibitor. 


10) 


an angiogenesis inhibitor. 


11) 


a PPAR-Y agonists. 


12) 


a PPAR-5 agonists. 


13) 


an inhibitor of inherent multidrug resistance. 


14) 


an anti-emetic agent. 


15) 


an agent useful in the treatment of anemia. 


16) 


an agent useful in the treatment of neutropenia. 



10 



15 



5) 

6) 

7) 

8) 

9) 

10) 

11) 

12) 

13) 

14) 

15) 

16) 

17) 

18) 

19) 



25. 
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17) an immunologic-enhancing drug, 

1 8) an inhibitor of cell proliferation and survival signaling, and 

1 9) an agent that interfers with a cell cycle checkpoint. 



5 

26. A method of treating or preventing cancer which comprises 
administering a therapeutically effective amount of a compound of Claim 1 and 
paclitaxel or trastuzumab. 
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